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2 - [ (1- {4- [3-cyano-l- ( 4 -methoxyphenyl ) -7-oxo-l, 4 ,5,7- 
tetrahydro-6ff- pyrazolo [3 , 4-c] pyridin-6- 
yl ] phenyl} eye lopropyl) oxy] acetamide; 

5 1- {4- [3-cyano-l- ( 4 -methoxyphenyl ) -7-oxo-l, 4,5, 7 -tetrahydro- 
6 Jf- pyrazolo [3 , 4 -c]pyridin- 6 -yl] phenyl} cyclopropyl 
carbamate ; 

2- (1- {4- [3-cyano-l- (4 -methoxyphenyl ) -7-oxo-l, 4,5,7- 
10 tetrahydro-6JJ- pyrazolo [3 , 4-c] pyridin-6- 

yl ] phenyl } eye lopropyl ) acetamide ; 

2- (l-{4- [3-cyano-l- ( 4 -methoxyphenyl ) -7-oxo-l, 4,5,7- 
tetrahydro-6ff- pyrazolo [3 , 4-c] pyridin-6- 
15 yl] phenyl} eye lopropyl) -N, N-dimethylacetamide; 

1- (4 -methoxyphenyl) -6- {4- [1- 

(methylamino) cyclopropyl] phenyl} -7-oxo-4 , 5,6,7- 
tetrahydro-lff-pyrazolo [3 , 4-c] pyridine-3 -carbonitrile ; 

20 

6- {4- [1- (dimethylamino) cyclopropyl] phenyl }-l- (4- 
methoxyphenyl) -7-oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4 -c] pyridine- 3 -carbonitrile ; 

25 1- (4 -methoxyphenyl) -7-oxo-6-{4- [1- ( 1 , 3-thiazol-2- 

ylamino) cyclopropyl] phenyl} -4 ,5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carbonitrile ; 

N- (l-{4- [3-cyano-l- ( 4 -methoxyphenyl ) -7-oxo-l, 4,5,7- 
30 tetrahydro-6H- pyrazolo [3 , 4-c] pyridin-6- 

yl ] phenyl } cyclopropyl ) urea ; 

N- (l-{4- [3-cyano-l- ( 4 -methoxyphenyl ) -7-oxo-l, 4,5,7- 
tetrahydro-6H- pyrazolo [3 , 4-c] pyridin-6- 
3 5 yl] phenyl} cyclopropyl) -N l -methylurea; 
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N- (l-{4- [3-cyano-l- ( 4-methoxyphenyl ) -7-oxo-l, 4,5,7- 
tetrahydro-6ff-pyrazolo [3 , 4-c] pyridin-6- 
yl ] phenyl } eye lopropyl ) -2 -methylpropanamide ; 



5 6- (4-{l- [ ( 4 -hydroxy- 1 - 

piper idinyl) methyl] eye lopropyl } phenyl) -1- (4- 
methoxyphenyl) -7-oxo-4 , 5,6, 7- tetrahydro-lff- 
pyrazolo [3 , 4-c] pyridine-3 -carbonitrile ; 



10 1- (4-methoxyphenyl) -6- (4-{l- [ (2-methyl-5, 6-dihydro-l (AH) - 
pyrimidinyl) methyl] cyclopropyl } phenyl ) -7-oxo-4, 5,6,7- 
tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3 -carbonitrile; 



1- (4-methoxyphenyl) -6- (4- {1- [ (2-methyl-4, 5-dihydro-lH- 
15 imidazol-l-yl) methyl] eye lopropyl} phenyl) -7-oxo- 

4,5,6, 7-tetrahydro-lff-pyrazolo [3 , 4-c] pyridine-3 - 
carbonitrile; 



6-{4- [1- (4, 5-dihydro-l, 3-oxazol-2- 
20 ylmethyl) cyclopropyl] phenyl }-l- (4-methoxyphenyl) -7- 

oxo-4 ,5,6, 7-tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3 - 
carbonitrile; 



6- {4- [1- (4, 5-dihydro-lH-imidazol-2- 
2 5 ylmethyl) cyclopropyl] phenyl }-l- (4-methoxyphenyl) - 7- 

oxo-4 ,5,6, 7-tetrahydro-lff-pyrazolo [3 , 4-c] pyridine-3- 
carbonitrile; 



1- (4-methoxyphenyl) -6- (4-{l- [ (l-methyl-4, 5-dihydro-lH- 
3 0 imidazol -2 -yl) methyl] cyclopropyl } phenyl ) -7-oxo- 

4,5,6, 7-tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3- 
carboni tr i le ; 



1- (4-methoxyphenyl) -7-oxo-6- (4-{l- [ ( 1 , 3 - thiazol-2- 
3 5 ylamino) methyl] cyclopropyl } phenyl ) -4,5,6, 7- tetrahydro- 

lff-pyrazolo [3 , 4-c] pyridine-3 -carbonitrile ; 
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1- ( 4 -me thoxypheny 1 ) -6- (4- {1- [ ( 2 -methyl- lH-imidazol-1- 
yl ) methyl] eye lopropyl} phenyl) -7-oxo-4 ,5,6,7- 
tetrahydro-lH-pyrazolo [3 , 4 -c] pyridine- 3 -carbonitrile ; 

5 

1- (4 -me thoxypheny 1) -6- {4- [1-methyl-l- (2-oxo-l- 

pyrrolidinyl) ethyl] phenyl }-7-oxo-4, 5,6, 7- tetrahydro- 
lff-pyrazolo [3 , 4-c] pyridine-3 -carboxamide; 



10 1- (4 -me thoxypheny 1) -6- {4- [1-methyl-l- (2-oxo-l- 

piperidinyl) ethyl ] phenyl } -7-oxo-4 ,5,6, 7- tetrahydro-lff- 
pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 



6-{4- [1, l-dimethyl-2- ( 2 -oxo-l-piperidinyl ) ethyl ] phenyl } -1- 
15 (4-methoxyphenyl) -7-oxo-4 ,5,6, 7- tetrahydro-lH- 

pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 



6- {4- [1, l-dimethyl-2- (2-oxo-l-pyrrolidinyl) ethyl] phenyl } -1- 
( 4-methoxyphenyl) -7-oxo-4, 5,6, 7- tetrahydro-lH- 
20 pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 

6- {4- [1 , l-dimethyl-2- ( 3 -oxo-4 -morpholinyl ) ethyl] phenyl} -1- 
( 4-methoxyphenyl) -7-oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 

25 

6 - {4- [1 , l-dimethyl-2 - (2-oxo-l-piperazinyl) ethyl] phenyl} -1- 
( 4-methoxyphenyl) -7-oxo-4 ,5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 



3 0 6- {4- [1, l-dimethyl-2- (2-oxotetrahydro-l (2H) - 

pyrimidinyl) ethyl] phenyl }-l- (4-methoxyphenyl) -7-oxo- 
4,5,6, 7-tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3 - 
carboxamide ; 
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6- {4 - [1, l-dimethyl-2- (2-oxodihydro-2H-l , 3-oxazin-3 (4H) - 
yl) ethyl] phenyl (4-methoxyphenyl) -7-OXO-4, 5,6,7- 
tetrahydro-lH- pyrazolo [3 , 4 -c] pyridine- 3 -carboxamide ; 

5 1- {4- [3- (aminocarbonyl) -1- (4-methoxyphenyl) -7-oxo-l , 4,5,7- 
tetrahydro-6H-pyrazolo [3 , 4-c]pyridin-6-yl]phenyl}-l- 
methylethyl methylcarbamate ; 

l-{4- [3- (aminocarbonyl) -1- (4-methoxyphenyl) -7-oxo-l, 4,5,7- 
10 tetrahydro-6H- pyrazolo [3 , 4-c] pyridin-6-yl ] phenyl } -1- 

me thylethyl 3 -pyrrol idinylcarbamate ; 

6 - { 4 - [ 1 - ethyl - 1 - ( 1 -pyrro 1 idiny Ime thy 1 ) propyl ] phenyl } - 1 - ( 4 - 
methoxyphenyl) -7-oxo-4 , 5,6, 7- tetrahydro-lH- 
15 pyrazolo [3 , 4-c] pyridine-3 -carboxamide; 

6- (4-{l- [ ( dime thylamino) methyl ] -1-ethylpropyl } phenyl ) -1- (4- 
methoxyphenyl) -7-oxo-4, 5,6, 7- tetrahydro-lff- 
pyrazolo [3 , 4-c] pyridine-3 -carboxamide; 

20 

1- [3- (aminomethyl) phenyl] -6-{4- [1, l-dimethyl-2- (1- 

pyrrolidinyl)ethyl]phenyl}-7-oxo-4, 5,6, 7- tetrahydro- 
lff-pyrazolo [3 , 4 -c] pyridine-3 -carboxamide; 

25 1- [3- (aminomethyl) phenyl] -6- {4- [2- (dime thylamino) -1, 1- 
dime thylethyl] phenyl} -7-oxo-4 , 5,6, 7- tetrahydro-lff- 
pyrazolo [3 , 4-c] pyridine-3 -carboxamide; 

1- [3- (aminocarbonyl ) phenyl] -6- {4- [2- (dime thylamino) -1 , 1- 
3 0 dimethylethyl]phenyl}-7-oxo-4 / 5,6, 7- tetrahydro-lH- 

pyrazolo[3 , 4-c] pyridine-3 -carboxamide ; 

1- [3- (aminocarbonyl) phenyl] -6- {4- [1, l-dimethyl-2- ( 1- 

pyrrol idiny 1) ethyl] phenyl} -7 -oxo-4, 5,6, 7- tetrahydro- 
35 1H- pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 
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1- ( 3 -amino- 1, 2-benzisoxazol-5-yl ) -6- {4- [1, 1 -dimethyl -2- ( 1- 
pyrrolidinyl) ethyl ] phenyl } -7 -oxo-4 , 5,6, 7- tetrahydro- 
lif-pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 

5 1- (3-amino-l, 2-benzisoxazol-5-yl ) -6- {4- [1, 1 -dimethyl -2- (1- 
pyrrolidinyl) ethyl] phenyl} -3- ( trif luoromethyl ) - 

1.4.5. 6- tetrahydro-7ff-pyrazolo [3 , 4-c] pyridin-7-one; 

1- ( l-amino-7-isoquinolinyl ) -6- {4- [ 1 , l-dimethyl-2- ( 1- 
10 pyrrolidinyl) ethyl] phenyl} -7 -oxo-4, 5,6, 7- tetrahydro- 

lff-pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 

1- ( l-amino-7-isoquinolinyl ) -6- {4- [2- (dimethylamino) -1, 1- 
dimethylethyl] phenyl} -7 -oxo-4, 5,6, 7- tetrahydro-lH- 
15 pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 

1- ( l-amino-7-isoquinolinyl ) -6- (4-{l- 

[ ( dimethylamino) methyl] eye lopropyl} phenyl) -7-oxo- 

4.5.6. 7- tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3- 

2 0 carboxamide; 

1- (l-amino-7-isoquinolinyl) -7-oxo-6-{4- [1- (1- 

pyrrolidinylmethyl ) cyclopropyl ] phenyl } -4 , 5 , 6 , 7- 
tetrahydro- Iff- pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 

25 

1- (3-amino-l, 2 -benzisoxazol-5-yl ) -7-oxo-6- {4- [1- (1- 
pyrrolidinylmethyl ) cyclopropyl ] phenyl } -4 , 5 , 6 , 7- 
tetrahydro- Iff- pyrazolo [3 , 4 -c] pyridine-3 -carboxamide; 

3 0 1- (3-amino-l, 2 -benzisoxazol-5-yl ) -6-{4-[l-(l- 

pyrro 1 idiny lme thy 1 ) eye lopropyl ] phenyl } - 3 - 
(trif luoromethyl) -1,4,5, 6 -tetrahydro- 7 ff- pyrazolo [3,4- 
c] pyridin-7-one; 
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1- ( 3 -amino- 1, 2 -benzisoxazol-5-yl ) -7-oxo-6-{4- [ 1- ( 1- 
pyrrolidinylmethyl ) eye lopropyl ] phenyl } -4,5,6,7- 
tetrahydro-lH-pyrazolo [3 , 4 -c] pyridine- 3- carbonitrile ; 



5 1- [3- (aminomethyl) phenyl] -7-oxo-6- (4- {1- [ (2-oxo-l- 

pyrrolidinyl ) methyl] eye 1 opropyl } phenyl ) -4 , 5 , 6 , 7- 
tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 



6- [4- (l-{ [acetyl (methyl) amino] methyl} eye lopropyl) phenyl] -1- 
10 [3- (aminomethyl ) phenyl] -7-oxo-4 ,5,6, 7-tetrahydro-lff- 

pyrazolo [3 , 4- c] pyridine-3 -carboxamide; 



1 - [ 3 - ( aminocarbonyl ) phenyl ] -6- (4- {1- 

[ ( dime thylamino) methyl ] cyclopropyl} phenyl) -7-oxo- 
15 4,5,6, 7-tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3- 

carboxamide ; 



3- [3-cyano-6- (4- {1- [ (dime thylamino) methyl] cyclopropyl} 
phenyl ) -7-oxo-4 ,5,6, 7-tetrahydro-lH-pyrazolo [3,4- 
20 c] pyridin-l-yl ] benzamide ; 



1- (2,3-dihydro-lH-indol-6-yl) -6- (4-{l- 

[ (dime thylamino) methyl] cyclopropyl} phenyl) -7-oxo- 
4,5,6, 7-tetrahydro-lff-pyrazolo [3 , 4-c] pyridine- 3- 
25 carboxamide; 



1- (2, 3-dihydro-lH-indol-6-yl) -7-oxo-6- { 4- [ 1- (1- 

pyrrolidinylmethyl) cyclopropyl ] phenyl} -4 , 5,6,7- 
tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 

30 

1- (2, 3-dihydro-lH-indol-6-yl) -7-OXO-6- (4-{l- [ (2-oxo-l- 
pyrrolidinyl) methyl] eye lopropyl} phenyl) -4,5,6,7- 
tetrahydro-lff-pyrazolo [3 , 4-c] pyridine-3 -carboxamide; 
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6- (4- {1- [ (dimethyl amino) methyl] eye lobutyl } phenyl ) -1- (4- 
methoxyphenyl) -7 -oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4 -c] pyridine- 3 -carboxamide; 

5 1- (4-methoxyphenyl) ~6-{4- [1- (4- 

morpholinylmethyl) cyclobutyl ] phenyl} -7 -oxo-4 , 5,6,7- 
tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3 -carboxamide; 

1- (4-methoxyphenyl) -6- {4- [1- (4- 
10 morpholinylmethyl) eye lopentyl ] phenyl } -7 -oxo-4 ,5,6,7- 

tetrahydro-lff-pyrazolo [3 , 4-c] pyridine-3 -carboxamide ; 

6- (4-{l- [ (dime thy lamino) methyl] eye 1 open ty 1 } phenyl ) -1- (4- 
methoxyphenyl) -7 -oxo-4 ,5,6, 7-tetrahydro-lH- 
15 pyrazolo [3 , 4-c] pyridine-3 -carboxamide; 

1- (4-methoxyphenyl) -6- {4- [1- (2-oxo-pyrrolidin-l-yl ) - 
cyclopropyl]phenyl} -3-trif luoromethyl-1 , 4,5,6- 
tetrahydro-pyrazolo [3 , 4-c] pyridin-7-one; 

20 

1- (4-methoxyphenyl) -6- {4- [1- (2-oxo-piperidin-l-yl) - 
cyclopropyl ] phenyl} -3 -trif luoromethyl-1 , 4,5,6- 
tetrahydro-pyrazolo [3 , 4-c] pyridin-7-one ; 

2 5 1- (4-methoxyphenyl) -6- [4- ( 1-methylaminocyclopropyl ) - 
phenyl] -3- trif luoromethyl-1 , 4,5, 6-tetrahydro- 
pyrazolo [3 , 4-c] pyridin-7-one ; 

6- [4- (1-dimethylaminocyclopropyl) phenyl] -1- (4- 
30 methoxyphenyl) -3- trif luoromethyl-1 , 4,5, 6- tetrahydro- 

pyrazolo [3 , 4-c] pyridin-7-one; 

N- (l-{4- [1- (4-methoxyphenyl) -7-oxo-3-trif luoromethyl- 
1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c] pyridin-6- 
35 yl] phenyl} -cyclopropyl) -N-methyl-acetamide ; 
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N- ( 1- {4- [1- (4-methoxyphenyl ) -7-oxo-3- trif luoromethyl- 
1,4,5, 7 - 1 e t r ahydr o -py r a z o 1 o [3 , 4-c] pyridin- 6- 
yl ] phenyl } -cyclopropyl ) -2V-methyl -methanesul f onamide ; 

5 N- ( 1 - { 4 - [ 1 - (4-methoxyphenyl) -7-oxo-3-trif luoromethyl- 
1,4,5, 7 -tetrahydro-pyrazolo [3 , 4-c] pyridin-6- 
yl ] phenyl } -cyclopropyl ) -2V-methyl-2- 
methylaminoacetamide ; 

10 2-dimethylamino-i\T- (l-{4 - [1- (4-methoxyphenyl) -7-oxo-3- 
trif luoromethyl-1 , 4,5, 7- tetrahydro-pyrazolo [3,4- 
c] pyridin- 6-yl ] phenyl } cyclopropyl ) -N-methylacetamide ; 

N- ( 1- {4- [1- (4-methoxyphenyl) -7-oxo-3-trif luoromethyl- 
15 1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c] pyridin-6- 

yl ] phenyl } -eye lopropyl ) -N-me thyl -2 -morphol in- 4 -yl - 
acetamide; 

6-{4- [1- ( 1-hydroxyethyl ) cyclopropyl] phenyl }-l- (4- 
20 methoxyphenyl ) -3 -trif luoromethyl-1 , 4,5, 6- tetrahydro- 

pyrazolo [ 3 , 4-c] pyridin-7-one ; 

6- [4- (1 -ace tylcyc lopropyl) phenyl] -1- (4-methoxyphenyl) -3- 
trif luoromethyl-1 , 4,5, 6- tetrahydro-pyrazolo [3,4- 
25 c] pyridin-7-one; 

6- {4- [1- ( 1 -hydroxy- 1 -me thyl -ethyl) cyclopropyl ] phenyl } -1- (4- 
methoxyphenyl ) -3 - trif luoromethyl-1 , 4,5, 6- tetrahydro- 
pyrazolo [3 , 4-c] pyridin-7-one ; 



30 



6- [4- ( 1-methoxymethylcyclopropyl ) phenyl ] -1- (4- 

methoxyphenyl) -3- trif luoromethyl-1 , 4, 5, 6- tetrahydro- 
pyrazolo [3 , 4-c] pyridin- 7- one; 
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6- {4- [1- (4, 5-dihydro-oxazol-2-yl ) cyclopropyl ] phenyl } -1- (4- 
methoxyphenyl ) -3- trif luoromethyl-1 ,4,5, 6- tetrahydro- 
pyrazolo [3 , 4-c] pyridin-7-one; 

5 1- {4- [1- (4-methoxy-phenyl) -7-oxo-3-trif luoromethyl-1 , 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-6-yl ] -phenyl} - 
eye lopr opanecarboxy 1 ic acid 2-amino-ethyl ester ; 

6-{4-[l-(4, 5-dihydro-oxazol-2-yl ) -cyclopropyl] -phenyl }-l- 
10 (4-methoxy-phenyl) -7-oxo-4, 5,6, 7 - tetrahydro-lH- 

pyrazolo [3 , 4-c ] pyridine- 3 -carboxylic acid amide; 

6-{4-[l-(4, 5-dihydro-lH-imidazol-2-yl ) cyclopropyl ] phenyl } - 
1- (4-methoxyphenyl) -3 -trif luoromethyl-1 ,4,5,6- 
15 tetrahydro-pyrazolo [3 , 4-c] pyridin-7-one; 

1- (4-methoxyphenyl) - 6-{4-[l- (1 -methyl -4, 5-dihydro-lH- 

imidazol-2-yl ) cyclopropyl ] phenyl } -3 - trif luoromethyl- 
1,4,5, 6- tetrahydro-pyrazolo [ 3 , 4-c] pyridin-7-one ; 

20 

6- {4 - [1- ( 1-methanesulf onyl-4 , 5-dihydro-lff-imidazol-2-yl ) - 
cyclopropyl] phenyl} -1- (4-methoxyphenyl) -3- 
trif luoromethyl-1 ,4,5, 6- tetrahydro-pyrazolo [3,4- 
c] pyridin-7-one ; 

25 

6-{4- [1- ( lff-imidazol-2-yl) cyclopropyl] phenyl }-l- (4-methoxy- 
phenyl) -3 -trif luoromethyl-1 ,4,5, 6- tetrahydro- 
pyrazolo [3 , 4-c]pyridin-7-one; 

3 0 1- (4-methoxyphenyl) -6-{4-[l- ( 1 -methyl -lH-imidazol-2-yl) - 
cyclopropyl] phenyl} -3-trif luoromethyl-1 , 4,5,6- 
tetrahydro-pyrazolo [3 , 4-c] pyridin-7-one; 

2- [ ( 1- { 4- [ 1- (4-methoxyphenyl) -7-oxo-3 -trif luoromethyl- 
3 5 1,4,5, 7 -tetrahydro-pyrazolo [3 , 4-c] pyridin-6- 

yl ] phenyl } -cyclopropyl ) -methyl-amino] -acetamide; 
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6- (4- {1- [ (2-hydroxyethyl) -methylamino] eye 1 opropyl } phenyl ) - 
1- (4-methoxyphenyl) -3 - trif luoromethyl-1 , 4,5,6- 
tetrahydro-pyrazolo [3 , 4-c] pyridin-7-one ; 

5 

1- {4- [1- (4-methoxy-phenyl) -7-oxo-3 - trif luoromethyl-1 , 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin- 6-yl ] -phenyl }- 
cyclopropanecarboxylic acid me thoxy-me thy 1- amide ; 



10 6 - [4 - ( 1-hydroxyme thy 1 eye 1 opropyl ) phenyl ] -1- (4-methoxy- 
phenyl ) -7-oxo-4 , 5,6, 7-tetrahydro-lH-pyrazolo [3,4- 
c] pyridine-3-carboxylic acid amide; 

6- [4- ( 1- acetyl -eye 1 opropyl ) -phenyl] -1- (4-methoxy-phenyl) -7- 
15 oxo-4 ,5,6, 7-tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3- 

carboxylic acid amide ; 



6- [4- (1-aminocycl opropyl) phenyl] -1- (4-methoxyphenyl) -7-oxo- 
4,5,6, 7-tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3- 

2 0 carboxylic acid amide; 

1- (4-methoxyphenyl) -6- [4- ( 1 -me thy laminocy el opropyl ) - 

phenyl] -7 -oxo-4 ,5,6, 7-tetrahydro-lH-pyrazolo [3,4- 
c] pyridine-3 -carboxylic acid amid; 

25 

6- [4- ( 1 -dime thylaminocyclopropyl ) phenyl ] -1- (4- 

methoxyphenyl) -7 -oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 

3 0 6 - [4 - (1-methylaminomethylcyclopentyl) phenyl] -1- (4-methoxy- 

phenyl) -7 -oxo-4, 5,6, 7-tetrahydro-lH- 

pyrazolo [3 , 4c] pyridine-3 -carboxylic acid amide; 

6- [4- (1-dimethylaminomethylcyclopentyl) phenyl] -1- (4- 
35 methoxyphenyl) -7-oxo-4, 5,6, 7- tetrahydro-lH- 

pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 
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6- [4- (1-dimethylaminomethylcyclopentyl) phenyl] -1- (4- 
methoxyphenyl ) -7-OXO-4, 5,6, 7 - tetrahydro- 1H- 
pyrazolo [3 , 4-c] pyridine-3-carbonitrile; 

5 

6- [4- (1- [ (2-hydroxyethyl) methylaminomethyl] - 

eye 1 open ty 1 ) phenyl ] -1- ( 4-methoxy-phenyl ) -7-oxo- 
4,5,6, 7- tetrahydro- lH-pyrazolo [3 , 4-c] pyridine-3- 
carboxylic acid amide; 

10 

6- [4- ( 1-hydroxymethyl-cyclopentyl ) -phenyl] -1- (4-methoxy- 
phenyl) -7-oxo-4 ,5,6, 7- tetrahydro-lH-pyrazolo [3,4- 
c] pyridine-3-carboxylic acid amide; 



15 6-(4-{l-[ (2-hydroxyethyl)methylamino] eye lopropyl} phenyl ) -1- 
(4-methoxyphenyl) -7-oxo-4 ,5,6, 7- tetrahydro- 1H- 
pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 

1- (4-methoxyphenyl) - 6-{4 - [1- (methyl -prop- 2 -ynylamino) - 
20 cyclopropyl] phenyl} -7-oxo-4 ,5,6, 7 -tetrahydro- 1H- 

pyrazolo [3 , 4-c] pyridine- 3 -carboxylic acid amide; 

3- ( 1-hydroxyethyl ) -1- (4-methoxyphenyl) -6- [4- ( 1-methylamino- 
cyc lopropyl ) phenyl ] -1 , 4 , 5 , 6-tetrahydro-pyrazolo [3,4- 
25 c]pyridin-7-one; 



3-acetyl-l- (4-methoxyphenyl) -6- [4- ( 1-methylamino- 

cyc lopropyl ) phenyl ] -1 , 4 , 5 , 6-tetrahydro-pyrazolo [3,4- 
c] pyridin-7 -one ; 

30 

1- (4-methoxyphenyl) -6- [4- ( 1 -me thylaminocyc lopropyl ) phenyl ] - 
7-OXO-4 ,5,6, 7-tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3- 
carboxylic acid methylamide; 
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1- (4-methoxyphenyl) -6- [4- ( 1 -me thy laminocyclopr opyl ) phenyl] - 
7-oxo-4 ,5,6, 7- tetrahydro-lff-pyrazolo [3 , 4-c]pyridine-3- 
carboxylic acid dimethylamide ; 

5 6- [4- ( 1-aminocyclopr opyl ) phenyl ] -1- (4-methoxyphenyl) -7-oxo- 
4,5,6, 7- tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3- 
carbonitrile; 

1- (4-methoxyphenyl) -6- [4- ( 1-methylaminocyclopropyl ) phenyl] - 
10 7-OXO-4 ,5,6, 7 -tetrahydro-lff- pyrazolo [3 , 4-c] pyridine-3- 

carbonitrile; 

6- [4- ( 1 -dime thy laminocyc lopropyl ) phenyl] -1- (4- 

methoxyphenyl) -7 -oxo-4 ,5,6, 7- tetrahydro-lH- 
15 pyrazolo [3 , 4-c] pyridine-3 -carbonitrile ; 

2- [ (l-{4- [3-cyano-l- (4-methoxyphenyl) -7-oxo-l, 4,5,7- 

tetrahydro-pyrazolo [3 , 4-c] pyridin-6- 

yl ] phenyl } eye lopropyl ) -methylamino ] acetamide ; 

20 

6 - (4 - {1- [ ( 2 -hydroxyethyl) methylamino] eye 1 opropyl } phenyl ) -1- 
( 4-methoxyphenyl ) -7 -oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carbonitrile ; 

25 1- (4-methoxyphenyl) -7-oxo-6- [4- ( 1 -pyrrol idin-l-yl - 
eye lopropyl) phenyl] -4,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid ethyl ester; 

1- (4-methoxyphenyl) -7-oxo-6- [4- ( 1-pyrrolidin-l-yl- 
30 cyclopropyl ) phenyl] -4,5,6, 7- tetrahydro-lff- 

pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide ; 

1- (4-methoxyphenyl) -7-oxo-6- [4- ( 1 -pyrrol idin-l-yl - 
cyclopropyl) phenyl] -4, 5,6, 7- tetrahydro-lH- 
35 pyrazolo [3 , 4-c] pyridine-3-carbonitrile; 
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1- (4-methoxyphenyl) -6- [4- ( l-morpholin-4-yl- 

eye lopropyl) phenyl] -7-oxo-4, 5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 

5 1- (4-methoxyphenyl ) -6- [4- (l-morpholin-4-yl- 

cyclopropyl) phenyl] -7-oxo-4 ,5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c]pyridine-3-carbonitrile; 

6- [4- ( 1 -dime thy laminocyc lopropyl ) phenyl] -1- (4- 
10 methoxyphenyl ) -7-oxo-4 , 5,6, 7- tetrahydro-lif- 

pyrazolo [3 , 4-c] pyridine-3 - carboxylic acid methylamide; 

6 - [4 - ( 1 -dime thylaminocyc lopropyl ) phenyl] -1- (4- 

methoxyphenyl ) -7-oxo-4 , 5,6, 7- tetrahydro-lff- 
15 pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid 

dimethylamide ; 

6-{4-[l-(l, l-dioxo-lA, 6 -thiomorpholin-4- 

yl ) eye lopropyl ] phenyl} -1- (4-methoxyphenyl) -7-oxo- 
20 4,5,6, 7 -tetrahydro- Iff- pyrazolo [3 , 4-c] pyridine-3 - 

carboxylic acid amide; 

6- [4- (1-aminocyclopropylmethyl) phenyl] -1- (4-methoxyphenyl) - 
7-OXO-4 , 5,6, 7 -tetrahydro-lH- pyrazolo [3 , 4-c] pyridine-3- 
25 carboxylic acid amide; 

6- [4- ( 1-dimethylaminocyclopropylmethyl) phenyl] -1- (4- 
methoxyphenyl) -7-oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3-carboxylic acid amide; 

30 

1- (3-chloro-phenyl) -6- {4- [1 , l-dimethyl-2- (2-oxo-pyrrolidin- 
1-yl) -ethyl] -phenyl} -7-oxo-4 , 5,6, 7-tetrahydro-lH 
pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 
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6- {4- [1, 1 -dimethyl -2- ( 2-oxo-pyrrolidin-l-yl ) -ethyl] - 

phenyl} -1- (4-methoxy-phenyl ) -7-OXO-4, 5,6, 7- tetrahydro- 
lH-pyrazolo [3 , 4-c] pyridine-3-carbonitrile; 

5 1- (4-methoxy-phenyl) - 6- [4 - ( 1-methyl-l-pyrrolidin-l- 
ylethyl) -phenyl] -7-oxo-4, 5,6, 7 - tetrahydro- 1H- 
pyrazolo [3 , 4-c ] pyridine-3 -carboxylic acid amide; 

6- [4- ( 1 -dime thy lamino-1 -methyl -ethyl ) -phenyl] -1- ( 4-methoxy- 
lO phenyl) -7-oxo-4 ,5,6, 7 -tetrahydro- lH-pyrazolo [3 , 4- 
c] pyridine-3 -carboxylic acid amide; 

6- {4- [1- (4, 4-dimethyl-4 , 5-dihydro-oxazol-2 -yl ) - 

cyclopropyl] -phenyl} -1- (4-methoxy-phenyl ) -3- 
15 trif luoromethyl-1 ,4,5, 6- tetrahydro-pyrazolo [3,4- 

c] pyridin-7-one ; 

6- [4- ( 1 -me thanesulf onyl-1 -methyl -ethyl ) -phenyl] -1- (4- 
methoxy -phenyl ) -7 -oxo-4 ,5,6, 7 -tetrahydro- 1H- 

2 0 pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 

6- [4- ( 1 -hydroxy- 1 -methyl -ethyl ) -phenyl] -1- (4-methoxy- 
phenyl ) -7-oxo-4 ,5,6, 7- tetrahydro-lH-pyrazolo [3,4- 
c ] pyridine-3 -carboxylic acid amide ; 

25 

1- (4-methoxy-phenyl) -6- (4- {1- [2- ( 2 -oxo-2H~pyridin- 1-yl ) - 

ethyl ] -cyclopropyl } -phenyl ) -3 -trif luoromethyl-1 ,4,5,6- 
tetrahydro-pyrazolo [3 , 4-c] pyridin-7-one; 

30 2- (1- {4- [1- (4-methoxy-phenyl) -7 -oxo-3 -trif luoromethyl- 
1,4,5, 7- tetrahydro-pyrazolo [3 , 4-c ] pyridin- 6-yl ] - 
phenyl} -cyclopropyl) -acetamide; 

2~ ( 1 - { 4 - [1- (4-methoxy-phenyl) -7 -oxo-3- trif luoromethyl-1, 4,5,7- 

3 5 tetrahydro-pyrazolo [3 , 4-c] pyridin- 6-yl] -phenyl} - 

cyclopropyl ) -N-methyl-acetamide ; 
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2- (l-{4- [1- (4-methoxy-phenyl) -7-oxo-3- trif luoromethyl-1, 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-6-yl ] -phenyl }- 
cyclopropyl ) -N, N-dimethyl-acetamide; 

5 

1- (4-methoxy-phenyl) -6- {4™ [ 1- (2-oxo-2-pyrrolidin-l-yl- 

ethyl ) -cyclopropyl] -phenyl} -3-trif luoromethyl-1 ,4,5,6- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one ; 



10 6- {4 - [1- (2 -hydroxy- ethyl) -cyclopropyl] -phenyl} -1- (4-methoxy- 

phenyl ) -3 -trif luoromethyl-1 , 4,5, 6-tetrahydro-pyrazolo [3,4- 
c ]pyridin-7-one; 

1- ( 4 -me thoxy -phenyl ) -6-{4- [1- { 2 -me thy lamino- ethyl ) - 
15 cyclopropyl] -phenyl} -3-trif luoromethyl-1 ,4,5,6- 

tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one ; 



6- {4- [1- ( 2 -dime thy lamino- ethyl ) -cyclopropyl] -phenyl} -1- (4- 
methoxy-phenyl ) -3- trif luoromethyl-1 ,4,5, 6- tetrahydro- 
2 0 pyrazolo [3 , 4-c ] pyridin-7-one ; 



1- (4-methoxy-phenyl) -6- {4- [ 1- ( 2 -pyrrol idin-l-yl -ethyl ) - 
cyclopropyl] -phenyl } -3 -trif luoromethyl-1 ,4,5,6- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-7~one; 

25 

1- (4-methoxy-phenyl) -6- {4- [ 1- ( 2 -morpholin-4-yl-ethyl ) - 
cyclopropyl] -phenyl } -3 -trif luoromethyl-1 , 4,5,6- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one ; 



30 1- (4-methoxy-phenyl ) -6- {4- [1- ( 2-pyrrolidin-l-yl-acetyl ) - 
cyclopropyl] -phenyl } -3- trif luoromethyl-1 , 4,5,6- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one ; 



6- [4- ( 1-carbamoylmethyl -cyclopropyl ) -phenyl] -1- (4-methoxy- 
35 phenyl) -7-oxo-4 ,5,6, 7- tetrahydro-lH-pyrazolo [3,4- 

c]pyridine-3-carboxylic acid ethyl ester; 
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6- [4- ( 1-carbamoylmethyl -cyclopropyl ) -phenyl] -1- ( 4-methoxy- 
phenyl ) 5,6, 7-tetrahydro-lH-pyrazolo [3,4- 
c ] pyridine-3-carboxylic acid amide ; 

5 

1- (4-methoxy-phenyl) -6- [4- ( 1-methylcarbamoylmethyl- 

cyclopropyl ) -phenyl ] -7-oxo-4 ,5,6, 7-tetrahydro~lH- 
pyrazolo [3 , 4 -c ] pyridine -3 -carboxy lie acid ethyl ester; 



10 1- (4-methoxy-phenyl ) -6- [4- ( 1-methylcarbamoylmethyl- 

cyclopropyl) -phenyl] -7 -oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c ] pyridine-3 -carboxylic acid amide; 



6- [4- ( 1 -dime thy lcarbamoylmethy 1- cyclopropyl ) -phenyl] -1- (4- 
15 methoxy-phenyl ) -7-oxo-4 ,5,6, 7- tetrahydro-lH- 

pyrazolo [3 , 4-c ] pyridine-3 -carboxylic acid ethyl ester; 



6- [4- ( 1-dimethylcarbamoylmethyl-cyclopropyl ) -phenyl] -1- (4- 
methoxy-phenyl ) ~7-oxo-4 ,5,6, 7- tetrahydro-lH- 
20 pyrazolo [3 , 4-c ] pyridine-3 -carboxylic acid amide; 



25 



6- {4- [1- ( 2 -hydroxy- ethyl ) -cyclopropyl] -phenyl}-!- ( 4 - 
methoxy-phenyl) -7 -oxo-4 , 5,6, 7 - tetrahydro-lH- 
pyrazolo [ 3 , 4-c ] pyridine-3 -carboxylic acid amide ; 

1- (4-methoxy-phenyl ) ~6- {4- [1- ( 2 -morpholin-4-yl-ethyl ) - 
cyclopropyl] -phenyl} -7 -oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 



3 0 1- (4-methoxy-phenyl) -7-oxo- 6- (4-{l- [2- (2-oxo-pyrrolidin-l- 
yl) -ethyl] -cyclopropyl } -phenyl ) -4,5,6, 7- tetrahydro-lH- 
pyrazolo [ 3 , 4-c ] pyridine-3 -carboxylic acid amide ; 



1- (4-methoxy-phenyl) -6- {4- [1- (2-methylamino-ethyl) - 
35 cyclopropyl] -phenyl} -7-oxo- 4 ,5,6, 7- tetrahydro-lH- 

pyrazolo [3 , 4-c ] pyridine-3 -carboxylic acid amide; 
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6- {4- [1- (2~dimethylamino-ethyl) -cyclopropyl ] -phenyl} -1- (4- 
methoxy-phenyl ) -7-OXO-4, 5,6, 7- tetrahydro-lH- 
pyrazolo [ 3 , 4-c ] pyridine-3-carboxylic acid amide ; 

5 

6- {4- [1- (2-diethylamino-ethyl) -cyclopropyl] -phenyl} -1- (4- 
methoxy-phenyl) -7-oxo-4, 5, 6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c ] pyridine-3 -carboxylic acid amide ; 

10 1- (4-methoxy-phenyl) -7-oxo-6-{4~ [1- ( 2 -pyrrol idin-l-yl- 
ethyl) -cyclopropyl] -phenyl} -4, 5,6, 7 -tetrahydro- 1H- 
pyrazolo [3 , 4-c ] pyridine- 3 -carboxylic acid amide; 

6- (4-{l- [2- (2, 5~dimethyl-pyrrolidin-l-yl) -ethyl] - 
15 cyclopropyl} -phenyl) -1- (4-methoxy-phenyl) --7-oxo- 

4,5,6, 7- tetrahydro -IH-pyrazolo [3 , 4-c ] pyridine-3 - 
carboxylic acid amide; 

6-(4~{l-[2- (3-hydroxy-pyrrolidin-l-yl ) -ethyl] -cyclopropyl } - 
20 phenyl ) -1- (4-methoxy-phenyl ) -7-oxo-4 ,5,6, 7- tetrahydro- 

lH-pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 

6- (4-{l- [2- (2 , 5-dimethyl-pyrrolidin-l-yl) -ethyl] - 

cyclopropyl } -phenyl ) -1- (4-methoxy-phenyl) -7-oxo- 
25 4,5,6, 7-tetrahydro-lH-pyrazolo [3 , 4-c ] pyridine-3 - 

carboxylic acid amide; 

1- (4-methoxy-phenyl ) -7-oxo-6- (4- {1- [2- ( 2-oxo-piperidin-l- 
yl ) -ethyl ] -cyclopropyl } -phenyl ) -4 , 5 , 6 , 7- tetrahydro-lH- 
30 pyrazolo [3 , 4-c] pyridine~3-carboxylic acid amide; 

1- (4-methoxy-phenyl) -7-oxo-6- (4-{l- [2- (2-oxo-2H-pyridin-l- 
yl ) -ethyl ] -cyclopropyl } -phenyl ) -4 , 5 , 6 , 7 - tetrahydro- 1H- 
pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 

35 
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1- (4-methoxy-phenyl) -6- (4- {1- [2- (methyl- thiazol-2 -yl- 
amino) -ethyl] - eye 1 opropyl } -phenyl ) -7-oxo-4, 5,6,7- 
tetrahydro-lH-pyrazolo [3 , 4-c ] pyridine-3 -carboxylic 
acid amide; 

6- [4- (1- {2- [ (2 -hydroxy- ethyl) -methyl -amino] -ethyl}- 

cyclopropyl) -phenyl] -1- ( 4-methoxy-phenyl ) -7-oxo- 
4,5,6, 7- tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3- 
carboxylic acid amide; 

1- (4-methoxy-phenyl) -6-(4-{l-[2- (2-methyl-imidazol-l-yl) - 
ethyl ] -cyclopropyl } -phenyl ) -7 -oxo-4 ,5,6, 7- tetrahydro- 
lH-pyrazolo [3 , 4-c] pyridine-3-carboxylic acid amide ; 



15 6- (4-{l- [2- (2 , 6-dimethyl-piperidin-l-yl) -ethyl] - 

cyclopropyl } -phenyl ) -1- (4-methoxy-phenyl) -7-oxo- 
4,5,6, 7- tetrahydro-lH-pyrazolo [3 , 4-c] pyridine-3- 
carboxylic acid amide; 

20 2- ( 1- { 4- [ 3 -methanesuif onyl-1- (4-methoxy-phenyl) -7-oxo- 
1,4,5, 7- tetrahydro-pyrazolo [3 , 4-c] pyridin-6-yl ] - 
phenyl } -cyclopropyl ) -N, N-dimethyl-acetamide ; 

2- (1- {4- [3 -methanesuif onyl-1- (4-methoxy-phenyl) -7-oxo- 
25 1,4,5, 7- tetrahydro-pyrazolo [3 , 4-c] pyridin- 6-yl ] - 

phenyl} -cyclopropyl) -acetamide; 

2- (l-{4- [3 -methanesuif onyl-1- (4-methoxy-phenyl) -7-oxo- 
1,4,5, 7- tetrahydro-pyrazolo [ 3 , 4-c] pyridin- 6-yl ] - 
3 0 phenyl} -cyclopropyl ) -N-methyl-acetamide; 

2- (l-{4- [3 -methanesuif onyl-1- (4-methoxy-phenyl) -7-oxo- 
1,4,5, 7 -tetrahydro-pyrazolo [3 , 4-c] pyridin-6-yl ] - 
phenyl } - eye 1 opropyl ) -N, N- dime thy 1 -ace t amide ; 

35 
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6 - { 4 ~ [1- (2 -hydroxy- ethyl) -cyclopropyl] -phenyl} -3 ~ 
methanesuif onyl-1- ( 4-methoxy-phenyl ) -1,4,5,6- 
tetrahydro-pyrazolo [3 , 4-c]pyridin-7-one; 



5 3 -me thane su If onyl-6~{4- [1- (2-methoxy-ethyl) -cyclopropyl] - 
phenyl} -1- (4-methoxy-phenyl) -1,4,5, 6- tetrahydro- 
pyrazolo [3 , 4-c]pyridin-7~one; 



3 -methanesuif onyl-1- (4-methoxy-phenyl) -6-{4-[l-<2- 
10 methylamino-ethyl ) -cyclopropyl] -phenyl }-l, 4,5,6- 

tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one; 



6- {4- [1- (2 -dime thy lamino- ethyl ) -cyclopropyl ] -phenyl } -3 - 
methanesuif onyl-1- (4-methoxy-phenyl) -1,4,5,6- 
15 tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one ; 



5„ (4„ [ i_ ( 2 -die thy lamino -ethyl ) -cyclopropyl ] -phenyl } - 3- 
methanesulf onyl-1- (4-methoxy-phenyl ) -1 , 4 , 5 , 6- 
tetrahydro-pyrazolo [3 , 4-c]pyridin-7-one; 

20 

6- {4 - [1- (2-isopropylamino-ethyl ) -cyclopropyl] -phenyl } -3- 
methanesulf onyl-1- (4-methoxy-phenyl ) -1 , 4 , 5 , 6- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one ; 



2 5 3 -methanesuif onyl-1- (4-methoxy-phenyl) -6- { 4- [1- (2- 

pyrrolidin-l-yl-ethyl ) -cyclopropyl] -phenyl } -1 , 4 , 5 , 6- 
tetrahydro-pyrazolo [3 , 4-c]pyridin-7-one; 



3 -methanesuif onyl-1- (4-methoxy-phenyl) -6- ( 4- { 1- [2- (2-oxo- 
3 0 pyrrol idin- 1 -yl ) -ethyl] -cyclopropyl } -phenyl ) -1,4,5,6- 

tetrahydro-pyrazolo [3 , 4-c] pyridin-7-one ; 



6- (4- {1- [2- (2 , 5-dimethyl-pyrrolidin-l-yl) -ethyl] - 

cyclopropyl} -phenyl) -3 -methanesuif onyl-1- (4-methoxy- 
3 5 phenyl ) -1 , 4 , 5 , 6- tetrahydro-pyrazolo [3 , 4-c ] pyridin-7- 

one; 
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6- (4- {1- [2- (3-hydroxy-pyrrolidin-l-yl) -ethyl] -cyclopropyl } - 
phenyl) - 3 -me thanesul f ony 1 ~ 1 - (4-methoxy-phenyl) - 
1,4,5, 6- tetrahydro-pyrazolo [3 , 4-c ] pyridin~7-one; 

5 

3 -methanesulf onyl-1- (4-methoxy-phenyl) -6- (4- {1- [2- (2-oxo- 
piperidin-l-yl ) -ethyl ] -cyclopropyl } -phenyl ) -1 , 4 , 5 , 6- 
tetrahydro-pyrazolo [ 3 , 4-c ] pyridin-7-one ; 



10 3 -methanesulf onyl-1- (4-methoxy-phenyl) -6-{4-[l-(2- 

morpholin-4-yl -ethyl ) -cyclopropyl ] -phenyl } - 1 , 4 , 5 , 6- 
tetrahydro-pyrazoio [3 , 4-c ] pyridin~7-one; 

6-[4-(l-{2-[ (2 -hydroxy- ethyl) -methyl -amino ] -ethyl }- 
15 cyclopropyl) -phenyl] -3 -methanesulf onyl-1- (4-methoxy- 

phenyl) -1,4,5, 6-tetrahydro-pyrazolo [3 , 4-c] pyridin-7- 
one; 

2-{[2-(l-{4- [3 -methanesulf onyl-1- (4-methoxy-phenyl ) -7-oxo- 
20 1,4,5, 7 -tetrahydro-pyrazolo [3 , 4-c ] pyridin-6-yl ] - 

phenyl} -cyclopropyl) -ethyl] -methyl-amino} -acetamide ; 

2- [2- (1- {4- [ 3 -methanesulf onyl-1- (4-methoxy-phenyl) -7-oxo- 
1,4,5, 7- tetrahydro-pyrazolo [3 , 4-c] pyridin-6-yl ] - 
25 phenyl} -cyclopropyl ) -ethylamino] -acetamide; 



6- (4- { 1- [2- (2-hydroxy-ethylamino) -ethyl] -cyclopropyl} - 
phenyl) -3 -methanesulf onyl-1- (4-methoxy-phenyl) - 
1,4,5, 6-tetrahydro-pyrazolo [3 , 4-c]pyridin-7-one; 

30 

3 -methanesulf onyl-1- (4-methoxy-phenyl) -6- ( 4- { 1- [2- (2- 

methyl-imidazol-l-yl ) -ethyl] -cyclopropyl } -phenyl ) - 
1,4,5, 6-tetrahydro-pyrazolo [3 , 4-c]pyridin-7-one; 
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3-methanesulf onyl-1- (4-methoxy-phenyl ) -6- ( 4- { 1- [2- (thiazol- 
2-ylamino) -ethyl] - eye lopropyl } -phenyl ) -1,4,5,6- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one ; 

5 3 -methanesulf onyl-1- (4-methoxy-phenyl) -6- (4- { 1- [2- (2~oxo- 
2H-pyridin-l-yl ) -ethyl] -cyclopropyl } -phenyl) -1,4,5,6- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one ; 

2- (l-{4- [3-cyano-l- (4-methoxy-phenyl) -7-oxo-l, 4,5,7- 
10 tetrahydro-pyrazolo [3 , 4-c ] pyridin-6-yl ] -phenyl} - 

cyclopropyl) -acetamide; 

2- ( 1- {4- [3-cyano-l- (4-methoxy-phenyl) -7-oxo-l, 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-6-yl] -phenyl}- 
15 cyclopropyl ) -N-methyl-acetamide ; 

2- ( 1- { 4- [3-cyano-l- (4-methoxy-phenyl ) -7-oxo-l ,4,5,7- 
tetrahydro-pyrazolo [3 , 4-c] pyridin-6 -yl ] -phenyl} - 
cyclopropyl ) -N, N-dimethyl -acetamide ; 

20 

6- {4- [1- (2-hydroxy-ethyl) -cyclopropyl] -phenyl} -1- (4- 
methoxy-phenyl ) -7-oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4 -c] pyridine- 3 -carbonitrile ; 

2 5 1- (4-methoxy-phenyl) -6- {4- [1- (2-methylamino-ethyl) - 

cyclopropyl] -phenyl } -7 -oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c ] pyridine-3 -carbonitrile ; 

6-{4- [1- (2 -dime thy lamino- ethyl ) -cyclopropyl] -phenyl } -1- ( 4- 

3 0 methoxy-phenyl ) -7-oxo-4 ,5,6, 7- tetrahydro-lH- 

pyrazolo [ 3 , 4-c] pyridine- 3 -carbonitrile ; 

1- (4-methoxy-phenyl) -7-oxo-6- {4- [1- ( 2-pyrrolidin-l-yl- 
ethyl) -cyclopropyl] -phenyl} -4,5,6, 7-tetrahydro-lH- 
3 5 pyrazolo [3 , 4-c] pyridine-3 -carbonitrile; 
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1- ( 4 -methoxy-phenyl ) -6- {4- [1- ( 2 -morpholin- 4~yl-ethyl ) - 
cyclopropyl] -phenyl} -7-oxo-4 ,5,6, 7- tetrahydro~lH- 
pyrazolo [3 , 4-c]pyridine-3-carbonitrile; 



5 6- (4- {1- [2- (1, l-dioxo-116-thiomorpholin-4-yl) -ethyl] - 
cyclopropyl } -phenyl ) -1- ( 4 -methoxy-phenyl ) -7-oxo- 
4,5,6, 7-tetrahydro-lH-pyrazolo [3 , 4-c] pyridine- 3 - 
carboni trile ; 



10 6-(4-{l-[2- (2-hydroxy-ethylamino) -ethyl] -cyclopropyl } - 

phenyl) -1- ( 4 -methoxy-phenyl ) -7-oxo-4, 5,6, 7- tetrahydro- 
iH-pyrazolo [3 , 4-c] pyridine-3-carbonitrile; 



2- [2- (l-{4- [3-cyano~l- ( 4 -methoxy-phenyl ) -7-oxo-l, 4,5,7- 
15 tetrahydro-pyrazolo [3 , 4-c]pyridin-6-yl] -phenyl} - 

cyclopropyl) -ethylamino] -acetamide; 



2-{ [2- (l-{4- [3-cyano-l- ( 4 -methoxy-phenyl ) -7-oxo-l, 4,5,7- 
tetrahydro-pyrazolo [3 , 4~c ] pyridin-6-yl ] -phenyl} - 
2 0 cyclopropyl) -ethyl] -methyl -amino } -acetamide; 

6- [4- (1- {2- [ (2 -hydroxy- ethyl) -methyl -amino] -ethyl}- 

cyclopropyl) -phenyl] -1- ( 4 -methoxy-phenyl ) -7-oxo- 
4,5,6, 7- tetrahydro-lH-pyrazolo [ 3 , 4-c ] pyridine-3 - 
25 carbonitrile ; 



N- [2- (1- {4- [3-cyano-l- ( 4 -methoxy-phenyl ) -7-oxo-l, 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c]pyridin-6-yl] -phenyl} - 
cyclopropyl) -ethyl] -N-methyl-methanesulf onamide ; 

30 

N- [2- (l-{4- [3-cyano-l- ( 4 -methoxy-phenyl ) -7-oxo-l, 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-6-yl] -phenyl } - 
cyclopropyl) -ethyl] -N-methyl-acetamide ; 
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1- ( 4 -methoxy-phenyl ) -7-oxo-6- (4- {1- [2- ( 2 -oxo -pyrrol idin- 1~ 
yl ) -ethyl] -cyclopropyl } -phenyl ) -4 , 5 , 6 , 7 - tetrahydro- 1H- 
pyrazolo [3 , 4 ~c] pyridine- 3 -carboni trile ; 

5 1- (4 -methoxy-phenyl) -7 -oxo- 6- (4-{l- [2- ( 2-oxo-2H-pyridin-l- 
yl) -ethyl] -cyclopropyl } -phenyl ) -4,5,6, 7- tetrahydro- 1H- 
pyrazolo [3 , 4 -c] pyridine- 3 -carboni trile; 

6- {4- [1- (2-dimethylamino-ethyl ) -cyclopropyl] -phenyl }-l- (4- 
10 methoxy-phenyl ) -3 -methyl- 1 ,4,5, 6- tetrahydro - 

pyrazolo [3 , 4-c] pyridin-7-one; 

6- {4- [1- (2-dimethylamino-ethyl) -cyclopropyl] -phenyl}-!- (4- 
methoxy-phenyl ) -1,4,5, 6- tetrahydro-pyrazolo [3,4- 
15 c] pyr idin- 7 -one ; 

5- {4- [1- (2-dimethylamino-ethyl) -cyclopropyl] -phenyl} -3- (4- 
me thoxy-phenyl ) - 3 , 5 , 6 , 7 - tetrahydro- 
[1,2,3] triazolo [4 , 5-c] pyridin-4-one ; 

20 

5- {4- [1- (2-dimethylamino-ethyl) -cyclobutyl] -phenyl} -3- (4- 

me thoxy-phenyl ) -3,5,6, 7- tetrahydro - 
[1,2,3] triazolo [ 4 , 5-c ] pyridin-4-one ; 

25 6-{4- [1- (2-dimethylamino-ethyl) -cyclobutyl] -phenyl}-l- (4- 
me thoxy-phenyl ) -1 , 4 , 5 , 6- tetrahydro-pyrazolo [3,4- 
c ] pyr idin-7 -one ; 

6- {4- [1- (2-dimethylamino-ethyl) -cyclobutyl] -phenyl}-l- (4- 
3 0 methoxy-phenyl ) -3-methyl-l , 4,5, 6- tetrahydro- 
pyrazolo [3 , 4-c]pyridin-7-one; 

6- {4- [1- (2-dimethylamino-ethyl) -cyclobutyl] -phenyl }-l- (4- 
me thoxy-phenyl ) ~3 -trif luoromethyl-1 ,4,5, 6- tetrahydro- 
35 pyrazolo [3 , 4-c] pyr idin- 7 -one; 
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6-{4 - [1- (2-dimethylamino-ethyl) -cyclobutyl] -phenyl}-!- (4- 
methoxy-phenyl ) -7 -oxo-4 ,5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c ] pyridine-3 -carbonitrile ; 

5 6- {4- [1- (2-dimethylamino-ethyl) -cyclobutyl] -phenyl} -1- (4- 
methoxy-phenyl) -7-oxo~4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c]pyridine-3-carboxylic acid amide; 

6- {4- [1- (2 -dime thylamino- ethyl ) -cyclobutyl] -phenyl} -3- 
10 methanesulf onyl-1- (4-methoxy-phenyl ) -1,4,5,6- 

tetrahydro-pyrazolo [3 , 4-c ] pyridin-7-one; 

6- { 4- [1- (2 -dime thylamino- ethyl ) -cyclopentyl ] -phenyl } -3 - 
methanesulf onyl-1- (4-methoxy-phenyl } -1 , 4 , 5 , 6- 
15 tetrahydro-pyrazolo [3 , 4-c] pyridin-7-one ; 

6- {4- [1- (2-dimethylamino-ethyl ) -cyclopentyl] -phenyl}-!- (4- 
methoxy-phenyl ) -7~oxo-4 ,5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carbonitrile ; 

20 

6- {4- [1- (2-dimethylamino-ethyl) -cyclopentyl] -phenyl}-!- ( 4- 



25 6-{4-[l- (2-dimethylamino-ethyl ) -cyclopentyl ] -phenyl } -1- ( 4~ 
methoxy-phenyl) -3-trif luoromethyl-1 , 4,5, 6 -tetrahydro- 
pyrazolo [ 3 , 4-c] pyridin-7-one ; 

6- {4- [1- (2-dimethylamino-ethyl) -cyclopentyl] -phenyl}-!- ( 4- 



pyrazolo [3 , 4-c]pyridin~7-one; 

5- {4- [1- (2-dimethylamino-ethyl) -cyclopentyl] -phenyl} -3- (4- 
methoxy-phenyl) -3,5,6, 7 - tetrahydro- 



methoxy-phenyl ) -7-oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 



30 



me thoxy- phenyl) -3-methyl-l ,4,5, 6-tetrahydro- 



35 



[1,2,3] triazolo [4 , 5-c] pyridin-4-one; 
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2- ( 1~ {4- [3- (4-methoxy-phenyl) -4-oxo-3 ,4,6, 7- tetrahydro- 
[1,2,3] triazolo [4, 5-c] pyridin-5-yl] -phenyl} - 
cyclopentyl) -N-methyl-acetamide ; 



5 2- (1- {4- [3- (4-methoxy-phenyl) -4-oxo-3 ,4,6, 7-tetrahydro- 
[1,2,3] triazolo [4 , 5-c] pyridin-5-yl] -phenyl} - 
cyclopentyl ) -N, N-dimethyl -acetamide ; 



2™ (1- {4~ [3- (4-methoxy-phenyl) -4-oxo-3 ,4,6, 7- tetrahydro- 
10 [1,2,3] triazolo [4 , 5-c] pyridin-5-yl] -phenyl} - 

cyclopentyl) -acetamide ; 

2 - ( 1- {4- [3-methanesulf onyl~l~ (4-methoxy-phenyl ) -7-oxo- 
1,4,5, 7- tetrahydro-pyrazolo [3 , 4-c ] pyridin-6-yl ] - 
15 phenyl } -cyclopentyl ) -acetamide ; 



6- [4- ( 1 - c ar bamoy Ime thy 1 - eye 1 open ty 1 ) -phenyl] -1- (4-methoxy- 
phenyl) -7-OXO-4, 5,6, 7-tetrahydro-lH-pyrazolo [3,4- 
c] pyridine-3-carboxylic acid amide ; 

20 

1- (4-methoxy-phenyl) -6- [4- ( 1-methylcarbamoylmethyl- 

cyclopentyl) -phenyl] -7-oxo-4 ,5,6, 7 -tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3-carboxylic acid amide ; 



25 6- [4- ( 1-dimethylcarbamoylmethyl-cyclopentyl ) -phenyl] -1- (4- 
methoxy-phenyl) -7~oxo-4 ,5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3 -carboxylic acid amide; 



2- ( 1~ {4- [3~cyano-l- (4-methoxy-phenyl) -7-oxo-l, 4,5,7- 
3 0 tetrahydro-pyrazolo [3 , 4-c]pyridin-6-yl] -phenyl }- 

cyclopentyl ) -N, N-dimethyl-acetamide ; 



2- ( 1- {4- [3-cyano-l- (4-methoxy-phenyl) -7-oxo-l, 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c] pyridin-6-yl ] -phenyl} - 
35 cyclopentyl) -N-methyl-acetamide; 



124 



( 1- {4- [3-methanesulf onyl-1- ( 4-methoxy-phenyl ) -7-oxo 
1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c]pyridin-6-yl] - 
phenyl } -cyclopentyl ) -N-methyl-acetamide ; 

( 1- {4- [3-methanesulf onyl-1- (4-methoxy-phenyl ) -7-oxo 
1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c] pyridin-6-yl] - 
phenyl} -cyclopentyl ) -N, N-dimethyl-acetamide; 

(l-{4- [3-methanesulf onyl-1- (4-methoxy-phenyl) -7-oxo 
1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c]pyridin-6-yl] - 
phenyl} -cyclopentyl) -acetamide; 

( 1- {4- [3-methanesulf onyl-1- (4-methoxy-phenyl ) -7-oxo 
1,4,5, 7-tetrahydro-pyrazolo [ 3 , 4-c ] pyridin-6-yl ] - 
phenyl } -cyclobutyl ) -acetamide ; 

( 1- {4- [ 3-methanesulf onyl-1- (4-methoxy-phenyl ) -7-oxo 
1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c] pyridin-6-yl] - 
phenyl } -cyclobutyl ) -N-methyl-acetamide ; 

(l-{4 - [3-methanesulf onyl-1- (4-methoxy-phenyl) -7-oxo- 
1,4,5, 7-tetrahydro-pyrazolo [ 3 , 4-c] pyridin- 6-yl ] - 
phenyl} -cyclobutyl ) -N, N-dimethyl-acetamide ; 

(l-{4 - [3-cyano-l- (4-methoxy-phenyl) -7-oxo-l, 4,5,7- 
tetrahydro-pyrazolo [3 , 4 -c ] pyridin- 6 -yl ] -phenyl }- 
cyclobutyl ) -N, N-dimethyi-acetamide ; 

(l-{4- [3-cyano-l- (4-methoxy-phenyl) -7-oxo-l, 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c] pyridin- 6-yl] -phenyl }- 
cyclobutyl ) -N-me thyl -acetamide ; 

(l-{4 - [3-cyano-l- (4-methoxy-phenyl) -7-oxo-l, 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c] pyridin- 6-yl] -phenyl } - 
cyclobutyl) -acetamide; 



125 



WO 03/099276 



PCT/US03/13893 



2 - ( 1- { 4- [1- ( 4-methoxy-phenyl ) -7-oxo-3 - trif luoromethyl- 
1,4,5, 7- tetrahydro-pyrazolo [ 3 , 4-c ] pyridin- 6-yl ] - 
phenyl } -cyclobutyl ) -acetamide; 

5 2- ( 1™ {4- [ 1- (4-methoxy-phenyl) -7-oxo-3 -trif luorome thy 1- 
1,4,5, 7- tetrahydro-pyrazolo [3 , 4-c ] pyridin- 6-yl ] - 
phenyl} -cyclobutyl) -N-methyl-acetamide ; 

2- (l-{4- [1- (4-methoxy-phenyl) ~3-methyl-7-oxo-l, 4, 5, 7~ 
10 tetrahydro-pyrazolo [3 , 4-c] pyridin- 6-yl] -phenyl} - 

cyclobutyl ) -N-methyl-acetamide ; 

2-(l-{4-[l- (4-methoxy-phenyl) -3 -methyl -7 -oxo-1 , 4,5,7- 
tetrahydro-pyrazolo [3 , 4-c] pyridin- 6-yl] -phenyl }- 
15 cyclobutyl ) -acetamide ; 

2- (l-{4- [1- (4-methoxy-phenyl) -7-oxo-l, 4,5, 7- tetrahydro- 
pyrazolo [ 3 , 4-c ] pyridin- 6-yl ] -phenyl } -cyclobutyl ) - 
acetamide ; 

20 

2- (1- {4- [1- (4-methoxy-phenyl) -7-oxo-l , 4,5, 7 -tetrahydro- 
pyrazolo [3 , 4-c] pyridin- 6-yl] -phenyl} -cyclobutyl) -N- 
methyi-acetamide; 

25 2- (l-{4~ [1- (4-methoxy-phenyl ) -7-oxo-l ,4,5, 7- tetrahydro- 
pyrazolo [3 , 4-c] pyridin-6-yl] -phenyl} -cyclobutyl ) -N, N- 
dimethyl -acetamide ; 

2-(l-{4-[3- (4-methoxy-phenyl) -4-oxo-3 ,4,6, 7-tetrahydro- 
3 0 [ 1 , 2 , 3 ] triazolo [4 , 5-c] pyridin- 5 -yl ] -phenyl} - 

cyclobutyl ) -N, N-dimethyl-acetamide; 

2- (l-{4- [3- (4-methoxy-phenyl) ~4-oxo-3 ,4,6, 7- tetrahydro- 
[1, 2,3] triazolo[4, 5-c] pyridin-5-yl ] -phenyl}- 
35 cyclobutyl) -N-methyl-acetamide; 
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2-(l-{4-[3- < 4-methoxy-phenyl) ~4-oxo-3 ,4,6, 7- tetrahydro- 
[1,2,3] triazolo [4 , 5-c ] pyridin-5-yl ] -phenyl} - 
cyclobutyl) -acetamide; 

5 5-chloro- thiophene-2 -carboxylic acid {2-[4~(l- 

dimethylaminomethyl-cyclopropyl ) -benzyl] -1,3-dioxo- 
2 , 3-dihydro-lH-isoindol-4-yl} -amide; 

5-chloro~thiophene-2-carboxylic acid {2~ [4- (1- 
10 dimethylaminomethyl-cyclopropyl ) -benzyl] ~1 -oxo-2 , 3- 

dihydro~lH-isoindol-4 -yl } -amide ; 

5-chloro- thiophene-2 -carboxylic acid {2- [4- (1- 

dimethylaminomethyl-cyclopropyl ) -benzyl ] -3 -oxo-2 , 3 - 
15 dihydro-lH-isoindol-4-yl } -amide ; 

5-chloro- thiophene- 2 -carboxylic acid [2~ (2-{4- [1- (2- 

dimethylamino-ethyl) -cyclopropyl ] -phenyl} -ethyl) -1,3- 
dioxo-2 , 3~dihydro-lH-isoindol-4~yl] -amide; 

20 

5-chloro- thiophene-2-carboxylic acid [2- (2- {4- [1- (2- 

dimethylamino-ethyl ) -cyclopropyl] -phenyl } -ethyl ) -1- 
oxo-2 , 3-dihydro-lH-isoindol-4-yl] -amide; 

25 5-chloro-thiophene-2-carboxylic acid [2- (2-{4- [1- (2- 

dimethylamino-ethyl) -cyclopropyl] -phenyl } -ethyl ) -3- 
oxo-2 , 3-dihydro-lH-isoindol~4-yl] -amide; 

5-chloro- thiophene -2 -carboxylic acid [2- (2- {3- [1- (2- 
3 0 dimethylamino-ethyl ) -cyclopropyl] -phenyl } -ethyl ) -1 , 3 - 

dioxo-2 , 3-dihydro~lH-isoindol-4-yl] -amide; 

5-chloro-thiophene-2-carboxylic acid [2- (2-{3- [1- (2- 

dimethylamino-ethyl ) -cyclopropyl] -phenyl} -ethyl) -1- 
35 oxo-2 , 3-dihydro-lH-isoindol~4~yl] -amide; 
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5-chloro-thiophene-2-carboxylic acid [ 2- ( 2 - { 3 - [ 1- ( 2- 

dime thy 1 amino -ethyl) -cyclopropyl ] -phenyl } -ethyl ) -3- 
oxo-2 , 3-dihydro-lH-isoindol-4-yl] -amide; 

5 5-chloro- thiophene-2-carboxylic acid (2-{2-[4-(l- 

dimethylaminomethyl-cyclopropyl ) -phenyl] -ethyl} -1,3 - 
dioxo-2 , 3-dihydro-lH-isoindol-4-yl) -amide; 

5-chloro-thiophene-2-carboxylic acid (2- {2- [4- ( 1- 
10 dimethylaminomethyl-cyclopropyl ) -phenyl] -ethyl } -1-oxo- 

2 , 3-dihydro-lH-isoindol-4-yl) -amide; 

5-chloro- thiophene-2-carboxylic acid (2- {2- [4- (1- 

dimethylaminomethyl-cyclopropyl ) -phenyl] -ethyl} -3-oxo- 
15 2 , 3-dihydro-lH-isoindol-4-yl) -amide; 

5-chloro-thiophene-2-carboxylic acid (2-{2-[3-(l- 

dimethylaminomethyl-cyclopropyl ) -phenyl] -ethyl} -1,3- 
dioxo-2 , 3-dihydro-lH-isoindol~4-yl) -amide; 

20 

5-chloro-thiophene-2-carboxylic acid (2-{2- [3- (1- 



25 5-chloro-thiophene-2-carboxylic acid (2- {2- [3- (1- 

dimethylaminomethyl-cyclopropyl ) -phenyl] -ethyl } -3 -oxo- 
2 , 3-dihydro-lH-isoindol-4-yl ) -amide; 

5-chloro- thiophene-2-carboxylic acid {2~ [3- (1- 



dimethylaminomethyl-cyclopropyl ) -phenyl ] 
2 , 3-dihydro-lH-isoindol-4-yl ) -amide ; 



ethyl} -l-oxo- 



30 



dimethylaminomethyl-cyclopropyl ) -benzyl ] 
2 , 3-dihydro-lH-isoindol-4-yl}-amide; 



1 , 3 -dioxo- 



35 



5-chloro-thiophene-2-carboxylic acid {2- [3 - (1 
dimethylaminomethyl-cyclopropyl ) -benzyl ] 
dihydro-lH-isoindol-4-yl } -amide ; 



l-oxo-2 , 3- 
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5-chloro- thiophene-2-carboxylic acid {2- [3- (1- 

dimethylaminomethyl-cyclopropyl) -benzyl] -3-oxo-2, 3- 
dihydro-lH-isoindol-4-yl } -amide; 

5 5~chloro~ thiophene-2-carboxylic acid (2- {4~ [1- (2- 

dimethylamino-ethyl ) -cyclopropyl] -benzyl} -1 , 3-dioxo- 
2 , 3-dihydro-lH~isoindol-4-yl) -amide; 

5-chloro-thiophene-2-carboxylic acid (2-{4-[l-(2- 
10 dime thy lamino- ethyl) -cyclopropyl] -benzyl} -l-oxo-2 , 3- 

dihydro-lH-isoindol-4-yl ) -amide; 

5-chloro- thiophene-2-carboxylic acid ( 2 - { 4 ~ [1- (2- 

dime thy lamino- ethyl ) -cyclopropyl] -benzyl } -3 -oxo~2 , 3- 
15 dihydro-lH-isoindol-4-yl) -amide; 

5-chloro-thiophene-2-carboxylic acid (2-{3- [1- (2- 

dimethylamino-ethyl ) -cyclopropyl] -benzyl} -1, 3-dioxo- 
2 , 3-dihydro-lH-isoindol-4-yl ) -amide; 

20 

5-chloro- thiophene-2-carboxylic acid ( 2 - { 3 - [1- (2- 

dimethylamino-ethyl ) -cyclopropyl] -benzyl} - l-oxo-2 , 3- 
dihydro-lH-isoindol-4-yl ) -amide ; 

2 5 5-chloro-thiophene-2-carboxylic acid (2-{3 - [1- (2- 

dimethylamino-ethyl ) -cyclopropyl ] -benzyl } -3 -oxo-2 , 3 - 
dihydro-lH-isoindol-4-yl ) -amide; 

5-chloro- thiophene-2-carboxylic acid {6-chloro-2- [4- (1- 

3 0 dimethylaminomethyl-cyclopropyl ) -benzyl] -1,3-dioxo- 

2 , 3-dihydro-lH-isoindol-4-yl}-amide; 

5-chloro-thiophene-2-carboxylic acid {6-chloro-2- [4- (1- 
dimethylaminomethyl-cyclopropyl) -benzyl] -l-oxo-2, 3- 
3 5 dihydro- 1H- isoindol-4 -yl } -amide ; 
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5-chloro- thiophene-2-carboxylic acid {6~chloro-2- [4- (1- 
dimethylaminomethyl-CYclopropyl ) -benzyl] -3-oxo-2 , 3- 
dihydro-lH-isoindol-4-yl } -amide; 

5 5-chloro- thiophene-2~carboxylic acid [ 6-chloro-2 - (2- {4- [1- 
(2-dimethylamino-ethyl) -cyclopropyl] -phenyl } -ethyl ) - 
1 , 3-dioxo-2 , 3-dihydro~lH-isoindol-4-yl] -amide; 

5~chloro-thiophene-2-carboxylic acid [6-chloro-2- (2- {4- [1- 
10 (2-dimethylamino-ethyl) -eye lopropyl ] -phenyl } -ethyl ) -1- 

oxo-2 , 3 -dihydro-lH-isoindol-4-yl ] -amide ; 

5-chloro- thiophene-2-carboxyiic acid [ 6-chloro-2 - (2- { 4- [ 1- 
( 2-dimethylamino-ethyl) - eye lopropyl ] -phenyl } -ethyl ) -3- 
15 oxo-2 , 3-dihydro-lH-isoindol-4-yl] -amide; 

5-chloro-thiophene-2-carboxylic acid [6~chloro-2- (2- {3- [1- 
( 2~dimethylamino-ethyl ) -cyclopropyl ] -phenyl} -ethyl) - 
1, 3-dioxo-2 , 3-dihydro-lH-isoindol-4-yl] -amide; 

20 

5-chloro- thiophene- 2 -carboxylic acid [6-chloro~2- (2- {3- [ 1- 
( 2 -dime thy lamino- ethyl ) -cyclopropyl] -phenyl } -ethyl ) -1- 
oxo-2 , 3-dihydro-lH-isoindol-4-yl] -amide ; 

25 5-chloro -thiophene- 2 -carboxylic acid [6-chloro-2- (2- {3- [1- 
(2-dimethylamino-ethyl) -cyclopropyl] -phenyl } -ethyl) -3- 
oxo-2 , 3~dihydro-lH-isoindol-4-yl] -amide; 

5-chloro- thiophene-2-carboxylic acid ( 6-chloro-2- {2 - [4- (1- 
30 dimethylaminomethyl-cyclopropyl ) -phenyl] -ethyl} -1, 3- 

dioxo-2 , 3-dihydro-lH-isoindol-4-yl) -amide; 

5-chloro-thiophene-2-carboxylic acid ( 6-chloro-2- {2- [4- (1~ 
dimethylaminomethyl-cyelopropyl) -phenyl] -ethyl } -1-oxo- 
35 2 , 3-dihydro-lH-isoindol-4-yl ) -amide; 
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5-chloro-thiophene-2-carboxylic acid ( 6~chloro-2- {2- [4 - ( 1- 
dimethylaminomethyl-cyclopropyl) -phenyl] -ethyl } -3 -oxo- 
2 , 3-dihydro-lH-isoindol-4-yl) -amide; 

5 5-chloro- thiophene-2-carboxylic acid ( 6-chloro-2- {2 - [3- ( 1- 
dimethylaminomethyl-cyclopropyl) -phenyl] -ethyl} -1, 3- 
dioxo-2 , 3-dihydro-lH-isoindol-4-yl) -amide ; 

5-chloro-thiophene-2-carboxylic acid ( 6-chloro-2- {2- [3- (1- 
10 dimethylaminomethyl-cyclopropyl ) -phenyl] -ethyl } -1-oxo- 

2 , 3-dihydro-lH-isoindol-4-yl) -amide; 

5-chloro- thiophene-2-carboxylic acid (6-chloro~2-{2- [3- (1- 
dimethylaminomethyl-cyclopropyl ) -phenyl] -ethyl } -3 -oxo- 
15 2 , 3-dihydro-lH-isoindol-4-yl) -amide; 

5-chloro-thiophene-2-carboxylic acid {6~chloro-2- [3- (1- 
dimethylaminomethyl-cyclopropyl ) -benzyl] -1, 3-dioxo- 
2 , 3 -dihyd.ro-lH-isoindol-4-yl } -amide ; 

20 

5-chloro-thiophene-2-carboxylic acid { 6-chloro-2 - [3- (1- 
dimethylaminomethyl-cyclopropyl ) -benzyl] -l-oxo-2,3- 
dihydro-lH-isoindol-4-yl } -amide ; 

25 5-chloro-thiophene-2-carboxylic acid {6-chloro-2- [3- (1- 
dimethylaminomethyl-cyclopropyl ) -benzyl] -3-oxo-2, 3- 
dihydr o - 1H- i soindo 1-4 -y 1 } -amide ; 

5-chloro-thiophene-2-carboxylic acid ( 6-chloro~2~ {4- [1- (2- 
3 0 dimethylamino-ethyl) -cyclopropyl ] -benzyl} -1 , 3-dioxo- 

2 , 3-dihydro-lH~isoindol-4-yl) -amide ; 

5-chloro-thiophene-2-carboxylic acid ( 6-chloro-2- {4- [1- (2- 
dimethylamino-ethyl) -cyclopropyl] -benzyl} -l-oxo-2 , 3- 
35 dihydro-lH-isoindol-4-yl) -amide; 
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5 - chlor o - thiophene ~ 2 -carboxy 1 ic acid ( 6-chloro-2 - { 4- [1- (2- 
dimethylamino-ethyl) -cyclopropyl ] -benzyl } -3 -oxo-2 , 3 - 
dihydro-lH-isoindol~4-yl ) -amide; 

5 5 -chloro- thiophene- 2- carboxylic acid ( 6-chloro~2- {3- [1- (2- 
dimethylamino-ethyl ) -cyclopropyl] -benzyl} -1, 3-dioxo- 
2 , 3-dihydro-lH~isoindol-4-yl) -amide; 

5-chloro- thiophene-2 -carboxylic acid ( 6-chloro-2 - { 3 - [1- (2- 
10 dime thy lamino- ethyl ) -cyclopropyl ] -benzyl} -1 -oxo-2 , 3 - 

dihydro-lH-isoindol-4-yl ) -amide ; 

5 -chloro- thiophene -2 -carboxylic acid ( 6-chloro-2- { 3 - [1- ( 2 - 
dimethylamino-ethyl ) -cyclopropyl] -benzyl} -3 -oxo-2 , 3- 
15 dihydro-lH-isoindol-4-yl) -amide; 

(1- {4- [1- ( 4-methoxy-phenyl ) -7-oxo-3- trif luoromethyl- 
1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c] pyridin-6-yl ] - 
phenyl} -cyclopropyl) -acetic acid; 

20 

2- (1- {4- [1- (4-methoxy-phenyl) -7 -oxo-3 -trif luoromethyl- 
1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c ] pyridin- 6-yl ] - 
phenyl} -cyclopropyl) -acetamide; 

25 2-{l-{4-[l- (4-methoxy-phenyl) -7 -oxo-3 -trif luoromethyl- 
1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c] pyridin-6-yl ] - 
phenyl } -cyclopropyl ) -N-methyl-acetamide ; 

2- (1- {4- [1- (4-methoxy-phenyl) -7-oxo-3- trif luoromethyl- 
30 1,4,5, 7-tetrahydro-pyrazolo [3 , 4-c ] pyridin-6-yl ] - 

phenyl } -cyclopropyl ) -N, N-dimethyl -acetamide ; 

1- (4-methoxy-phenyl) -6- {4- [1- ( 2 -oxo-2 -pyrrol idin-l-yl- 

ethyl) -cyclopropyl] -phenyl } -3 -trif luoromethyl-1 , 4,5,6- 
35 tetrahydro-pyrazolo [3 , 4-c]pyridin-7-one; 
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6- {4- [1- (2 -hydroxy- ethyl) -cyclopropyl ] -phenyl} -1- (4- 

methoxy-phenyl ) -3 -trif luoromethyl-1 , 4, 5 , 6-tetrahydro- 
pyrazolo [3 , 4-c] pyridin-7 -one ; 

5 1- ( 4-methoxy-phenyl ) -6- {4- [1- ( 2 -methylamino- 

ethyl) cyclopropyl] -phenyl} ~3- trif luoromethyl-1 , 4,5,6- 
tetrahydro-pyrazolo [3 , 4-c] pyridin-7 -one; 

6- {4- [1- (2-dimethylamino-ethyl) -cyclopropyl] -phenyl }~1~ (4- 
10 methoxy-phenyl ) -3- trif luoromethyl-1 ,4,5, 6- tetrahydro- 

pyrazolo [ 3 , 4-c ] pyridin-7 -one ; 

1- (4-methoxy-phenyl) -6-{4- [1- ( 2 -pyrrol idin-l~yl- ethyl) - 
cyclopropyl ] -phenyl } -3- trif luoromethyl- 1 ,4,5,6- 
15 tetrahydro-pyrazolo [3 , 4-c] pyridin-7-one; 

1- (4-methoxy-phenyl) -6- {4- [1- ( 2 -morpholin-4-yl-ethyl ) - 
cyclopropyl] -phenyl} -3- trif luoromethyl-1 ,4,5,6- 
tetrahydro-pyrazolo [3 , 4-c ] pyridin-7 -one 

20 

1- (4-methoxy-phenyl) -6- {4- [1- (2-pyrrolidin-l-yl-acetyl) - 
cyclopropyl ] -phenyl } -3-trif luoromethyl-1 , 4,5,6- 
tetrahydro-pyrazolo [3 , 4 -c] pyridin-7 -one; 

25 6- [4- ( 1-carbamoylmethyl -cyclopropyl ) -phenyl] -1- (4-methoxy- 
phenyl ) -7-oxo-4 ,5,6, 7- tetrahydro-lH-pyrazolo [3,4- 
c] pyridine-3-carboxylic acid ethyl ester; 

6- [4- ( 1-carbamoylmethyl-cyclopropyl ) -phenyl] -1- (4-methoxy- 
3 0 phenyl ) -7-oxo-4 ,5,6, 7- tetrahydro-lH-pyrazolo [3,4- 

c]pyridine-3-carboxylic acid amide ; 

1- (4-methoxy-phenyl) -6- [4- ( 1-methylcarbamoylmethyl- 
cyclopropyl) -phenyl] -7-oxo-4 ,5,6, 7- tetrahydro-lH- 
35 pyrazolo[3 , 4-c ] pyridine-3 -carboxylic acid ethyl ester; 

1- (4 -Methoxy-phenyl) -6- [4- ( 1-methylcarbamoylmethyl- 

cyclopropyl) -phenyl] -7-oxo~4, 5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c ] pyridine-3 -carboxylic acid amide ; 
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10 



15 



20 



25 



6- [4- ( l~dimethylcarbamoylmethyl-cyclopropyl ) -phenyl] -1- (4- 
methoxy-phenyl ) -7-OXO-4, 5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3-carboxylic acid ethyl ester; 

6- [4- ( 1-dimethylcarbamoylmethyl-cyclopropyl ) -phenyl] -1- (4- 
methoxy-phenyl ) -7-oxo-4 ,5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine-3-carboxylic acid amide; 

6- {4- [1- (2 -hydroxy- ethyl) -cyclopropyl] -phenyl} -1- (4- 
methoxy-phenyl) -7 -oxo-4 ,5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c ] pyridine-3 -carboxylic acid amide; 

1- (4-methoxy-phenyl) -6-{4-[l- (2-morpholin-4-yl-ethyl) - 
cyclopropyl] -phenyl} -7-oxo-4 ,5,6, 7-tetrahydro-lH- 
pyrazolo [3 , 4-c ] pyridine-3 -carboxylic acid amide; and, 

1- (4-methoxy-phenyl) -6- {4- [1- (2-morpholin-4-yl-ethyl) - 
cyclopropyl] -phenyl} -7-oxo-4 ,5,6, 7- tetrahydro-lH- 
pyrazolo [3 , 4-c] pyridine- 3 -carbonitrile ; 

or a pharmaceutical ly acceptable salt form thereof. 

[9] In another preferred embodiment, the present invention 
provides a novel compound, wherein the compound is of 
Formula Ilia, Illb, or IIIc: 



or a stereoisomer or pharmaceutical ly acceptable salt 
thereof, wherein; 

ring M, including M lf M 2 , and, if present, M 3 , is phenyl or 
a 3-10 membered carbocyclic or 4-10 membered 




Ilia 



Illb 



IIIc 
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heterocyclic ring consisting of: carbon atoms and 1-4 
heteroatoms selected from O, S(0) p , N, and NZ 2 ; 

ring M is substituted with 0-3 R la and 0-2 carbonyl groups, 
5 and there are 0-3 ring double bonds; 

one of P 4 and M 4 is -Z-A-B and the other -G^-G; 
G is a group of formula Ila or lib: 



10 




Ila lib 



ring D, including the two atoms of Ring E to which it is 

attached, is a 5-6 membered ring consisting of carbon 
15 atoms and 0-2 heteroatoms selected from the group 

consisting of N, O, and S(0) p ; 



ring D is substituted with 0-2 R and there are 0-3 ring 
double bonds ; 

20 

E is selected from phenyl, pyridyl, pyrimidyl, pyrazinyl, 
and pyridazinyl, and is substituted with 1-3 R; 



alternatively, ring D is absent, and ring E is selected 
2 5 from phenyl, pyridyl, pyrimidyl, and thienyl, and ring 

E is substituted with 1-3 R; 



alternatively, ring D is absent, ring E is selected from 
phenyl, pyridyl, and thienyl, and ring E is 
30 substituted with 1 R and substituted with a 5-6 

membered heterocycle consisting of: carbon atoms and 
1-4 heteroatoms selected from the group consisting of 
N, 0, and S(0) p , wherein the 5-6 membered heterocycle 
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is substituted with 0-2 carbonyls and 1-3 R and there 
are 0-3 ring double bonds; 

R is selected from H, C ± _ 4 alkyl, F, CI, OH, OCH 3 , OCH 2 CH 3 , 
OCH(CH 3 ) 2 , CN, C(=NH)NH 2 , C(=NH)NHOH, C ( =NH ) NHOCH3 , 
NH 2 , NH(Ci- 3 alkyl), N(Ci- 3 alkyl) 2 , C(=NH)NH 2 , CH 2 NH 2 , 
CH 2 NH(Ci- 3 alkyl), CH 2 N(Ci_ 3 alkyl) 2 , (CR 8 R 9 ) t NR 7 R 8 , 
C(0)NR 7 R 8 , CH 2 C(0)NR 7 R 8 , S(0) p NR 7 R 8 , CH 2 S (O ) p NR 7 R 8 , 
S0 2 R 3 , and OCF 3 ; 

alternatively, when 2 R groups are attached to adjacent 
atoms, they combine to form methylenedioxy or 
e thy 1 enedioxy ; 



15 A is selected from: 

C5-10 carbocycle substituted with 0-2 R 4 , and 
5-10 membered heterocycle substituted with 0-2 R 4 and 
consisting of: carbon atoms and 1-4 heteroatoms selected 
from the group consisting of N, O, and S(0) p ; 



10 



20 



25 



X is selected from - (CR 2 R 2a ) x _ 4 - , -C(O)-, -C (O) CR 2 R 2a - , 
-CR 2 R 2a C(0) , -S(0) 2 -, -S(0) 2 CR 2 R 2a -, -CR 2 R 2a S (O) 2 - , 
-NR 2 S(0) 2 -, -S(0) 2 NR 2 -, -NR 2 C(0)-, -C(0)NR 2 -, NR 2 , 
-NR 2 CR 2 R 2a - , -CR 2 R 2a NR 2 - , O, -OCR 2 R 2a - , and -CR 2 R 2a O- ; 



Y is a C 3 _7 monocyclic carbocycle or 3-7 membered monocyclic 
heterocycle, wherein the carobocycle or heterocycle 
consists of: carbon atoms and 0-2 heteroatoms 
selected from N, O, and S(0)p, the carbocycle or 
3 0 heterocycle further comprises 0-2 double bonds and 0-2 

carbonyl groups, and the carbocycle or heterocycle is 
substituted with 0-2 R 4 ; 
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alternatively, Y is CY 1 Y 2 , and Y 1 and Y 2 are independently 
C ± -3 alkyl substituted with 0-1 R 4 ; 



Z is selected from a bond, CH2, CH2CH2 , CH2O, OCH2, C(O), 
5 NH # CH 2 NH, NHCH2 / CH 2 C(0), C(0)CH 2 , C(0)NH, NHC(O), 

NHC(0)NH, NHC(0)CH 2 C(0)NH, NHC ( O ) C ( O ) NH , C(0)NHS(0) 2 , 
S(0) 2 , CH 2 S(0) 2 / S(0) 2 (CH 2 ), S0 2 NH, and NHS0 2 , provided 
that Z does not form a N-S, NCH 2 N, NCH 2 0, or NCH 2 S bond 
with either group to which it is attached; 

10 

Z 2 is selected from H, C1-4 alkyl, phenyl, benzyl, C(0)R 3b , 
S(0)R 3f , and S(0) 2 R 3f ; 



R la , at each occurrence, is selected from H, -(CH2) r ~R lb / 
15 - (CH (CH 3 ) ) r -R lb , - (C (CH 3 ) 2 ) r ~R lb , -O- (CR 3 R 3a ) r ~R lb , 

-NR 2 - (CR 3 R 3a ) r -R lb , and -S- (CR 3 R 3a ) r -R lb , provided that 
R la forms other than an N-halo, N-S, 0-0, or N-CN bond; 

alternatively, when two R la groups are attached to adjacent 
2 0 atoms or to the same carbon atom, together with the 

atoms to which they are attached they form a 5-7 
membered ring consisting of: carbon atoms and 0-2 
heteroatoms selected from the group consisting of N, 
O, and S(0) p , this ring being substituted with 0-2 R 4b 
2 5 and 0-3 ring double bonds; 



R lb is selected from H, CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , F, 
CI, Br, I, -CN, -CHO, CF 3 , OR 2 , NR 2 R 2a , C(0)R 2b , C0 2 R 2b , 
0C(0)R 2 , C0 2 R 2a , S(0) p R 2 , NR 2 (CH 2 ) r OR 2 , NR 2 C(0)R 2b , 
30 NR 2 C(0)NHR 2 , NR 2 C(0) 2 R 2a / OC(0)NR 2 R 2a , C(0)NR 2 R 2a , 

C(0)NR 2 (CH 2 ) r OR 2 , S0 2 NR 2 R 2a , NR 2 S0 2 R 2 , C 3 _ 6 carbocycle 
substituted with 0-2 R 4b , and 5-6 membered heterocycle 
consisting of carbon atoms and from 1-4 heteroatoms 
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selected from the group consisting of N, O, and S(0) p 
and substituted with 0-2 R 4b , provided that R lb forms 
other than an 0-0, N-halo, N-S, or N-CN bond; 



5 R 2 , at each occurrence, is selected from H, CF3 , CH 3 , 

CH 2 CH 3/ CH 2 CH 2 CH 3/ CH(CH 3 ) 2 , CH 2 CH 2 CH 2 CH 3 , CH 2 CH(CH 3 ) 2 , 
CH(CH 3 )CH 2 CH 3 , C(CH 3 ) 3 , benzyl, C 5 - 6 carbocycle 
substituted with 0-2 R 4b , a C5-6 carbocycle-CH 2 - 
substituted with 0-2 R 4b , and 5-6 membered heterocycle 
10 substituted with 0-2 R 4b and consisting of: carbon 

atoms and 1-4 heteroatoms selected from the group 
consisting of N, O, and S(0) p ; 

R 2a , at each occurrence, is selected from H, CF 3 , CH 3 , 
15 CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , CH 2 CH 2 CH 2 CH 3 , CH 2 CH(CH 3 ) 2 , 

CH(CH 3 )CH 2 CH 3 , C(CH 3 ) 3 , benzyl, C 3 _ 6 carbocycle 
substituted with 0-2 R 4b , and 5-6 membered heterocycle 
substituted with 0-2 R 4b and consisting of: carbon 
atoms and 1-4 heteroatoms selected from the group 
20 consisting of N, O, and S(0) p ; 



alternatively, R 2 and R 2a , together with the nitrogen atom 
to which they are attached, combine to form a 3-6 
membered saturated, partially saturated or unsaturated 
25 ring substituted with 0-2 R 4b and consisting of: 0-1 

additional heteroatoms selected from the group 
consisting of N, 0, and S(0) p ; 

R 2b , at each occurrence, is selected from CF 3 , C1-4 alkoxy, 
30 C1-6 alkyl substituted with 0-3 R 4b , benzyl, C3-6 

carbocycle substituted with 0-2 R 4b , and 4-6 membered 
heterocycle substituted with 0-2 R 4b and consisting of: 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, 0, and S(0) p ; 
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R 2c , at each occurrence, is selected from CF3 , OH, C1-4 

alkoxy, CH 3 , CH 2 CH 3/ CH 2 CH 2 CH 3/ CH(CH 3 ) 2 , CH 2 CH 2 CH 2 CH 3 , 
CH 2 CH(CH 3 ) 2 , CH(CH 3 )CH 2 CH 3/ C(CH 3 ) 3 , benzyl, C 5 _ 6 
5 carbocycle substituted with 0-2 R 4b , and 5-6 membered 

heterocycle substituted with 0-2 R 4b and consisting of 
carbon atoms and from 1-4 heteroatoms selected from 
the group consisting of N, O, and S(0) p ; 

10 R 2d , at each occurrence, is selected from H, R 4c , Ci_4 alkyl 
substituted with 0-2 R 4c , - (CR 3 R 3a ) r -C 3 _6 carbocycle 
substituted with 0-2 R 4c , and - (CR 3 R 3a ) r -5-6 membered 

heterocycle substituted with 0-2 R 4c and consisting of: 
carbon atoms and 1-4 heteroatoms selected from the 
15 group consisting of N, 0, and S(0) p , provided that R 2d 

forms other than a N-halo, N-C-halo, S(0) p -halo, O- 
halo, N-S, S-N, S(0) p -S(0) p , S-O, O-N, O-S, or 0-0 
moiety; 

20 alternatively, when two R 2d 's are attached to the same 
nitrogen atom, then R 2d and R 2d , together with the 
nitrogen atom to which they are attached, combine to 
form a 5 or 6 membered saturated, partially saturated 
or unsaturated ring substituted with 0-2 R 4b and 

25 consisting of: 0-1 additional heteroatoms selected 

from the group consisting of N, O, and S(0) p ; 

R 2e , at each occurrence, is selected from H, R 4c , C1-4 alkyl 
substituted with 0-2 R 4c , - (CR 3 R 3a ) r -C3-6 carbocycle 
30 substituted with 0-2 R 4c , and - (CR 3 R 3a ) r -5-6 membered 

heterocycle substituted with 0-2 R 4c and consisting of: 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, O, and S(0) p , provided that R 2e 

forms other than a C(0)-halo or C(0)-S(0) p moiety; 
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R 3 , at each occurrence, is selected from H, CH 3 , CH 2 CH 3 , 
CH 2 CH 2 CH 3/ CH(CH 3 ) 2 , benzyl, and phenyl; 

5 R 3a , at each occurrence, is selected from H, CH 3 , CH 2 CH 3 , 
CH 2 CH 2 CH 3 , CH ( CH 3 ) 2 , benzyl , and phenyl ; 

alternatively, R 3 and R 3a , together with the nitrogen atom 
to which they are attached, combine to form a 5 or 6 
10 membered saturated, partially unsaturated, or 

unsaturated ring consisting of: carbon atoms and the 
nitrogen atom to which R 3 and R 3a are attached; 

R 3c , at each occurrence, is selected from CH 3 , CH 2 CH 3 , 
15 CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , benzyl, and phenyl; 



R 3d , at each occurrence, is selected from H, CH 3 , CH 2 CH 3 , 
CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , CH 2 -phenyl, CH 2 CH 2 -phenyl , and 
C(=0)R 3c ; 

20 

R 3 ^, at each occurrence, is selected from H, CH 3 , CH 2 CH 3 , 
CH 2 CH 2 CH 3 , CH (CH 3 ) 2 , cyclopropyl , eye lopropyl -methyl , 
benzyl , and phenyl ; 

25 alternatively, when R 3 and R 3 ^ are attached to the same 
carbon atom, they combine with the attached carbon 
atom to form a cyclopropyl group; 



R 4 , at each occurrence, is selected from H, =0, OR 2 , CH 2 OR 2 , 
30 (CH 2 ) 2 OR 2 , F, CI, Br, I, C1-4 alkyl , -CN, NO2 , NR 2 R 2a , 

CH 2 NR 2 R 2a , (CH 2 ) 2 NR 2 R 2a , C(0)R 2c , NR 2 C(0)R 2b , C(0)NR 2 R 2a , 
S0 2 NR 2 R 2a , S(0) p R 5a , CF 3 , CF 2 CF 3 , 5-6 membered 
carbocycle substituted with 0-1 R 5 ,. and a 5-6 membered 

heterocycle substituted with 0-1 R 5 and consisting of: 
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carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, O, and S(0) p ; 



R 4b , at each occurrence, is selected from H, =0, OR 3 , 
5 CH 2 OR 3 , F, CI, CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , 

CH 2 CH 2 CH 2 CH 3 , CH 2 CH(CH 3 ) 2 , CH ( CH 3 ) CH 2 CH 3 , C(CH 3 ) 3 , -CN, 
N0 2 , NR 3 R 3a , CH 2 NR 3 R 3a , C(0)R 3 , CH 2 -C(0)R 3 , C(0)OR 3c , 
CH 2 C(0)OR 3c , NR 3 C(0)R 3a , CH 2 NR 3 C (O) R 3a , C(0)NR 3 R 3a , 
CH 2 C (0)NR 3 R 3a , NR 3 C (0)NR 3 R 3a , CH 2 NR 3 C (0)NR 3 R 3a , 

10 C ( =NR 3 ) NR 3 R 3a , CH 2 C(=NR 3 )NR 3 R 3a , NR 3 C ( =NR 3 ) NR 3 R 3a , 

CH 2 NR 3 C ( =NR 3 ) NR 3 R 3a , S0 2 NR 3 R 3a , CH 2 S0 2 NR 3 R 3a , 
NR 3 S0 2 NR 3 R 3a , CH 2 NR 3 S0 2 NR 3 R 3a , NR 3 S0 2 -Ci- 4 alkyl , 
CH 2 NR 3 S0 2 -Ci- 4 alkyl, NR 3 S0 2 CF 3 , CH 2 NR 3 S0 2 CF 3 , 
NR 3 S0 2 -phenyl , CH 2 NR 3 S0 2 -phenyl , S (O) p CF 3 , CH 2 S (O) p CF 3 , 

15 S(0) p -Ci-4 alkyl, CH 2 S (O) p-Ci-4 alkyl, S (O) p -phenyl , 

CH 2 S (0) p -phenyl, CF 3 , and CH 2 -CF 3 ; 

R 4c , at each occurrence, is selected from =0, (CR 3 R 3a ) r OR 2 , 
(CR 3 R 3a ) r F, (CR 3 R 3a ) r Br , (CR 3 R 3a ) r Cl , (CR 3 R 3a ) r CF 3 , C1-4 
20 alkyl, C 2 _ 4 alkenyl, C 2 - 4 alkynyl, (CR 3 R 3a ) r CN, 

( CR 3 R 3a ) r N0 2 , ( CR 3 R 3a ) r NR 2 R 2a , ( CR 3 R 3a ) r N ( ->0 ) R 2 R 2a , 
(CR 3 R 3a ) r C (O) R 2c , (CR 3 R 3a ) r NR 2 C (O) R 2b , 
( CR 3 R 3a ) r C ( O ) NR 2 R 2a , ( CR 3 R 3a ) r NR 2 C ( O ) NR 2 R 2a , 
(CR 3 R 3a ) r S0 2 NR 2 R 2a , (CR 3 R 3a ) r NR 2 S0 2 NR 2 R 2a , 
2 5 ( CR 3 R 3a ) r NR 2 S0 2 R 5a , ( CR 3 R 3a ) r S ( O } p R 5a , ( CF 2 ) r CF 3 , 

(CR 3 R 3a ) r C 3 _io carbocycle substituted with 0-2 R 4b , and 
(CR 3 R 3a ) r 5-10 membered heterocycle substituted with 0-2 
R 4b and consisting of carbon atoms and from 1-4 
heteroatoms selected from the group consisting of N, 
30 O, and S(0) p ; 
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R 5 , at each occurrence, is selected from H, =0, CH 3 , CH 2 CH 3/ 
CH 2 CH 2 CH 3 , CH ( CH 3 ) 2 , CH 2 CH 2 CH 2 CH 3 , CH 2 CH (CH 3 ) 2 , 
CH(CH 3 )CH 2 CH 3 , C(CH 3 ) 3/ OR 3 , CH 2 OR 3 , F, CI, -CN, N0 2 , 
NR 3 R 3a , CH 2 NR 3 R 3a , C(0)R 3 , CH 2 C(0)R 3 , C(0)OR 3c , 
5 CH 2 C (0)OR 3c , NR 3 C (O) R 3a , C (0)NR 3 R 3a , NR 3 C (0)NR 3 R 3a , 

CH(=NOR 3d ) , C ( =NR 3 ) NR 3 R 3a , NR 3 C ( =NR 3 ) NR 3 R 3a , S0 2 NR 3 R 3a , 
NR 3 S0 2 NR 3 R 3a , NR 3 S0 2 -Ci- 4 alkyl, NR 3 S0 2 CF 3 , NR 3 S0 2 - 
phenyl, S(0) p CF 3 , S(0) p -Ci_ 4 alkyl, S (O) p -phenyl , CF 3 , 
phenyl substituted with 0-2 R 6 , naphthyl substituted 
10 with 0-2 R 6 , and benzyl substituted with 0-2 R 6 ; 



R 6 , at each occurrence, is selected from H, OH, OR 2 , F, CI, 
CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , CH 2 CH 2 CH 2 CH 3 , 

CH 2 CH(CH 3 ) 2 , CH(CH 3 )CH 2 CH 3 , C(CH 3 ) 3 , -CN, N0 2 , NR 2 R 2a , 

15 CH 2 NR 2 R 2a , C(0)R 2b , CH 2 C(0)R 2b , NR 2 C(0)R 2b , 

NR 2 C (0)NR 2 R 2a , C(=NH)NH 2 , NHC ( =NH ) NH 2 , S0 2 NR 2 R 2a , 

NR 2 S0 2 NR 2 R 2a , and NR 2 S0 2 Ci- 4 alkyl; and, 



20 



r, at each occurrence, is selected from 0, 1, 2, and 3. 



[10] In another preferred embodiment, the present invention 
provides a novel compound, wherein: 



25 ring M, including M lf M 2 , and, if present, M 3 , is selected 
from phenyl, pyrrole, furan, thiophene, pyrazole, 
imidazole, isoxazole, oxazole, isothiazole, thiazole, 

1.2. 3- triazole, 1,2, 4-triazole, 1,3, 4-triazole, 1,2,3- 
oxadiazole, 1,2, 4-oxadiazole, 1,3, 4-oxadiazole, 1,2,3- 

30 thiadiazole, 1,2, 4-thiadiazole , 1,3, 4- thiadiazole , 

1,2,3, 4-tetrazole, 1,2,3, 5-tetrazole, pyran, 
thiopyran, thiopyran-1, 1 -dioxide, pyridine, 
pyrimidine, pyridazine, pyrazine, 1 , 2 , 3- triazine , 

1.2. 4- triazine, 1,2,3, 4- tetrazine, dihydro -pyrrole, 
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dihydro -f uran, dihydro-thiophene , dihydro-pyrazole, 
dihydro- imidazole, dihydro-isoxazole , dihydro-oxazole, 
dihydro-isothiazole, dihydro- thiazole , dihydro-1, 2,3- 
triazole, dihydro-1, 2 , 4-triazole, dihydro-1, 3,4- 
5 triazole, dihydro-1, 2 , 3-oxadiazole , dihydro-1 ,2,4- 

oxadiazole, dihydro-1, 3 , 4-oxadiazole, dihydro-1, 2 , 3- 
thiadiazole, dihydro-1, 2 , 4-thiadiazole , dihydro-1, 3 , 4- 
thiadiazole, dihydro-1 ,2,3, 4-tetrazole, dihydro- 
1,2,3, 5-tetrazole, dihydro-pyran, dihydro- thiopyran, 

10 dihydro- thiopyran- 1, 1 -dioxide, dihydro-pyridine , 

dihydro -pyr imidine , dihydro-pyridazine , dihydro- 
pyrazine, dihydro-1, 2 , 3-triazine, dihydro-1, 2 , 4- 
triazine, dihydro-1, 2,3, 4-tetrazine, cyclopropane, 
cyclobutane , cyclopentene , cyclopentane , cyclohexene , 

15 cyclohexane, cycloheptane , tetrahydro-pyrrole , 

tetrahydro-f uran, tetrahydro-thiophene, tetrahydro- 
thiophene-1, 1-dioxide, tetrahydro-pyrazole , 
tetrahydro- imidazole, tetrahydro-isoxazole , 
tetrahydro-oxazole , tetrahydro-isothiazole , 

20 tetrahydro- thiazole, tetrahydro-1 , 2 , 3-triazole, 

tetrahydro-1 , 2 , 4-triazole , tetrahydro-1 , 3 , 4-triazole, 
tetrahydro-1 , 2 , 3-oxadiazole, tetrahydro-1 ,2,4- 
oxadiazole , tetrahydro-1 , 3 , 4-oxadiazole , tetrahydro- 
1,2, 3-thiadiazole, tetrahydro-1 , 2 , 4-thiadiazole, 

25 tetrahydro-1 , 3 , 4-thiadiazole, tetrahydro-1 ,2,3,4- 

tetrazole, tetrahydro-1, 2,3, 5-tetrazole, tetrahydro- 
pyran, tetrahydro- thiopyran, tetrahydro- thiopyran- 1 , 1- 
dioxide , tetrahydro-pyridine , tetrahydro-pyrimidine , 
tetrahydro-pyridazine , tetrahydro-pyrazine , 

30 tetrahydro-1, 2 , 3-triazine, tetrahydro-1, 2 , 4-triazine, 

tetrahydro-1, 2,3, 4-tetrazine, piper idine, indan, 
isothiazolidine 1, 1-dioxide, [ 1 , 2 ] thiazinane 1,1- 
dioxide, 1,2,3, 4- tetrahydro-naphthalene , 7 , 8-dimethyl- 
1-oxa-spiro [4 . 4] nonane, 6 , 7-dihydro-5H- [ 1 ] pyrindine , 

3 5 6 , 7 -dihydro- 5H- [2 ] pyrindine, 5,6,7, 8- tetrahydro- 

quinoline , 5,6,7, 8-tetrahydro-isoquinoline , 5,6,7,8- 
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tetrahydro-quinoxaline, 6 , 7 ~dihydro-5H- 
cyc 1 opentapyraz ine , 4,5,6, 7 -tetrahydro- 1H- 
benzoimidazole, 4,5,6, 7-tetrahydro-benzothiazole , 
4,5,6, 7- tetrahydro-benzooxazole, 4,5,6, 7-tetrahydro- 
5 benzo [c] isothiazole, 4,5,6, 7-tetrahydro- 

benzo [c] isoxazole, 4,5,6, 7-tetrahydro-2H-indazole, 
4,5,6, 7-tetrahydro-2H-isoindole , 4,5,6, 7- tetrahydro- 
1H- indole , 5,6,7, 8- tetrahydro- tetrazolo [1,5- 

a] pyridine , 5,6,7, 8™ tetrahydro- imidazo [ 1 , 2 -a] pyridine , 
10 4,5,6, 7-tetrahydro-pyrazolo [1, 5 -a] pyridine , 5,6,7,8- 

tetrahydro- [1,2,4] triazolo [ 1 , 5-a] pyridine , 6 , 7- 
dihydro~5H-pyrrolo [ 1 , 2-c] imidazole, 6 , 7-dihydro~5H- 
pyrrolo [1, 2~a] imidazole, 6 , 7-dihydro-5H~pyrrolo [1,2- 

b] [1,2,4] triazole, 6 , 7~dihydro-5H~pyrrolotetrazole, 

15 5, 6-dihydro-4H-pyrrolo [1, 2 -b] pyrazole , 5, 6 -dihydro-4H- 

cyclopenta [d] isoxazole, 5 , 6-dihydro-4H- 
cyclopentaoxazole, 5 , 6~dihydro-4H- 
cyclopenta [c] isoxazole, 5 , 6-dihydro~4H~ 
cyclopenta [d] isothiazole, 5 , 6-dihydro-4H- 

2 0 cyclopentathiazole , 5 , 6 -dihydro-4H- 

cyclopenta [c] isothiazole , 1,4,5, 6~ tetrahydro- 
cyciopentapyrazole , 1,4,5, 6- tetrahydro - 
cyclopentaimidazole , 2,4,5, 6-tetrahydro™ 
cyclopentapyrazole , 5, 6-dihydro-4H- 
25 cyclopenta [1,2,5] thiadiazole , 5 , 6-dihydro-4H- 

cyclopenta [1,2,5] oxadiazole , 5 , 6-dihydro~4H- 
cyclopenta [c] f uran, 2,4,5, 6-tetrahydro- 
cyclopenta [c] pyrrole, 5 , 6-dihydro-4H- 
cyclopenta [b] f uran, 5 , 6-dihydro-4H- 

3 0 cyclopenta [c] thiophene, 5 , 6-dihydro-4H- 

cyclopenta [b] furan, 5 , 6-dihydro-4H- 
cyclopenta [b] thiophene, 1,4,5, 6- tetrahydro- 
cyclopenta [b] pyrrole, 2 , 3-dihydro-lH~indolizin-5~one, 
6,7,8, 9-tetrahydro-quinolizin-4-one , 1-oxa- 
35 spiro [4 . 4] nonane, 1-aza-spiro [4 . 4]nonane, 2-oxa- 

spiro [4.4] nonane , 2™aza-spiro [4.4] nonane , 1-aza- 
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spiro [4.5] decane, 1-oxa-spiro [4.5] decane, 2~oxa- 
spiro [4 . 5]decane, 2-aza-spiro [4 . 5]decane, 1-thia- 
spiro [4.4] nonane, 1-thia- spiro [4.5] decane , 2- thia- 
spiro [4.4] nonane, 2-thia-spiro [4 . 5] decane, 7-oxa- 
5 bicyclo [2.2.1] heptane, 2 -oxa-bicyclo [2.2.1] heptane, 

thia-bicyclo [2 .2 . l]heptane, 2-thia- 

bicyclo [2.2.1] heptane, 2-aza-bicyclo [2.2.1] heptane , 
aza-bicyclo [2.2.1] heptane, 4,5,6, 7-tetrahydro- 
benzo [d] isoxazole, 4,5,6, 7- tetrahydro-benzooxazole, 

10 4,5,6, 7-tetrahydro-benzo [d] isothiazole, 4,5,6,7- 

tetrahydro-benzothiazole, 4,5,6, 7-tetrahydro-lH- 
indazole, 4,5,6, 7 - tetrahydro-benzo [c] thiophene , 
4,5,6, 7-tetrahydro-benzo [b] thiophene , 4,5,6,7- 
tetrahydro-isobenzof uran, 4,5,6, 7- tetrahydro- 

15 benzof uran, 5,6,7, 8- tetrahydro-quinoxaline, 6 , 7- 

dihydro-5H-cyclopentapyrazine, 5,6,7, 8- tetrahydro- 
imidazo [1 , 5-a] pyridine , 5,6,7, 8-tetrahydro- 
imidazo [1 , 2 -a] pyridine, 5,6,7, 8- tetrahydro- 
[1,2,4] triazolo [1 , 5-a] pyridine , 5,6,7, 8-tetrahydro- 

2 0 tetrazolo [ 1 , 5-a] pyridine , 4,5,6, 7 - tetrahydro- 

pyrazolo [ 1 , 5 -a] pyridine , 6 , 7-dihydro-5H~pyrrolo [1,2- 

a] imidazole, 6 , 7-dihydro~5H-pyrrolo [1,2- 

b] [1, 2 , 4] triazole, 5 , 6 -dihydro-4H-pyrrolo [ 1 , 2- 
b] pyrazole, and 6 , 7-dihydro-5H~pyrrolotetrazole ; 



25 



ring M is substituted with 0-3 R la and 0-1 carbonyl group; 



G is selected from the group: 

phenyl; 4-ethyl-phenyl ; 2, 5 -bis -aminome thy 1 -phenyl ; 
3 0 2-amido-4-methoxy-phenyl ; 2-amido-5-chloro-phenyl; 

2-amido-phenyl ; 2-aminomethyl-3-f luoro-phenyl ; 

2-aminomethyl-3-methoxy-phenyl ; 

2 - aminome thy 1 - 4 - f luoro-phenyl ; 

2-aminomethyl-4-methoxy-phenyl ; 
3 5 2 - aminome thyl -5- f luoro-phenyl ; 

2 - aminome thy 1 - 5 -me thoxy-phenyl ; 
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2 -aminomethyl- 6 - f luoro-phenyl ; 2 -aminomethyl -phenyl ; 
2 -amino-pyr id- 4 -yl ; 2 -aminosul f onyl- 4 -me thoxy-phenyl ; 
2 -aminosul f onyl -phenyl ; 2 -hydroxy- 4 -me thoxy-phenyl ; 

2 - methyl sulf onyl -phenyl ; 

5 3- (N, N-dimethylamino) -4-chloro-phenyl ; 

3- (N, N-dimethylamino) -phenyl; 3- (N-hydroxy-amidino) -phenyl; 
3- (N-methoxy-amidino) -phenyl ,- 

3- (N-methylamino) -4-chloro-phenyl ; 
3- (N-methylamino) -phenyl; 3-amidino-phenyl ; 
10 3 -amido- 6 -hydroxy-phenyl ; 3-amido-phenyl ; 

3-amino-4-chloro-phenyl ; 3 -aminomethyl -phenyl ; 

3 -amino -phenyl ; 3 -chloro-4-f luoro-phenyl ; 3 -chloro-phenyl ; 

3 - hydroxy- 4 -me thoxy-phenyl ; 3 , 5-dichloro- thien-2-yl ; 

4- (N, N-dimethylamino) -5-chloro- thien-2-yl ; 
15 4- (N-methylamino) -5-chloro- thien-2-yl ; 

4-amino-5-chloro-thien-2~yl ; 4-amino-pyrid-2-yl ; 
4-chloro-3-f luoro-phenyl ; 4-chloro-phenyl ; 
4-chloro-pyrid-2-yl ; 4-methoxy-2-methylsulf onyl-phenyl ; 

4 - me thoxy-phenyl ; 2 -methoxy-pyr id- 5 -yl ; 

20 5- (N, N-dimethylamino) -4-chloro-thien-2-yl ; 

5- (N-methylamino ) -4-chloro- thien-2-yl ; 
5-amino-4-chloro- thien-2 -yl ; 

5 -chloro-2 -aminosul f onyl-phenyl ; 

5 - chloro- 2 -me thylsulf onyl-phenyl ; 5-chloro-pyrid-2-yl ; 
25 5-chloro-thien-2-yl ; 5-methoxy- thien-2 -yl ; 

6- amino-5-chloro-pyrid-2-yl ; 6-amino-pyrid-2-yl ; 5-chloro- 
pyrimidin-3 -yl ; 6-chloro-pyridazin-3 -yl ; 

2 -aminomethyl -4-chloro-phenyl ; 

2-aminosulf onyl-4-chloro-phenyl ; 2 -amido~4-chloro-phenyl ; 
3 0 4 -chloro--2 -me thylsulf onyl-phenyl ; 

2-aminosulf onyl-4-f luoro-phenyl ; 2-amido-4- f luoro-phenyl ; 
4 - f luoro- 2 -me thyl su 1 f ony 1 -phenyl ; 
2-aminomethyl-4-bromo-phenyl ; 

2-aminosulf onyl- 4 -bromo -phenyl ; 2 -amido- 4 -bromo -phenyl ; 
35 4 -bromo- 2 -me thyl sul f onyl -phenyl ; 
2 -aminomethyl -4 -me thy 1 -phenyl ; 
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2 -aminosulfonyl- 4 -methyl -phenyl ; 2 -amido- 4 -methyl -phenyl ; 
2 -methylsulf onyl -4 -methyl -phenyl ; 4- f luoro-pyrid-2 -yl ; 

4- bromo-pyrid-2-yl ; 4-methyl-pyrid-2 -yl ; 

5- f luoro- thien-2-yl ; 5-bromo- thien-2-yl ; 

5 5 -methyl - thien-2 -yl ; 2-amido~4~methoxy-phenyl ; 



10 
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G x is absent or is selected from (CR 3 R 3a ) 1 _ 3/ CR 3 =CR 3 , 
(CR 3 R 3a ) U C (O) (CR 3 R 3a ) w , (CR 3 R 3a ) u O (CR 3 R 3a ) w , 
(CR 3 R 3a ) u NR 3b (CR 3 R 3a ) w , (CR 3 R 3a ) u C ( O ) NR 3b (CR 3 R 3a ) w , 
(CR 3 R 3a ) u NR 3b C(0) (CR 3 R 3a ) w , 

( CR 3 R 3a ) u NR 3b C ( O ) ( CR 3 R 3a ) U C ( O ) NR 3b ( CR 3 R 3a ) w , 

(CR 3 R 3a ) u S (CR 3 R 3a ) w , (CR 3 R 3a ) u S (O) (CR 3 R 3a ) W/ 

( CR 3 R 3a ) U S ( O ) 2 ( CR 3 R 3a ) w , ( CR 3 R 3 a ) U S ( O ) NR 3b ( CR 3 R 3a ) w , 

(CR 3 R 3a )uNR 3b s (0) 2 (CR 3 R 3a ) W/ (CR 3 R 3a ) u S (O) 2 NR 3b ( CR 3 R 3a ) w , 

(CR 3 R 3a ) u C (0)NR 3b S (O) 2 (CR 3 R 3a ) W/ 

(CR 3 R 3a ) u NR 3b C(S) (CR 3 R 3a ) u C(0)NR 3b (CR 3 R 3a ) w , and 

(CR 3 R 3a ) u NR 3b C(0) (CR 3 R 3a ) u C(S)NR 3b (CR 3 R 3a ) W/ wherein u 
+ w total 0, 1, or 2, provided that G^^ does not form a 
N-S, NCH2N, NCH2O, or NCH 2 S bond with either group to 
which it is attached; 



A is selected from one of the following carbocycles and 
heterocycles which are substituted with 0-2 R 4 ; 

2 0 cyclohexyl, phenyl, piper idinyl, piperazinyl, 

pyridyl, pyrimidyl, furanyl, morpholinyl, thienyl, 
pyrrolyl, pyrrolidinyl , oxazolyl, isoxazolyl, 
thiazolyl, isothiazolyl , pyrazolyl, imidazolyl, 
1,2, 3-oxadiazolyl , 1,2, 4-oxadiazolyl , 

25 1,2, 5-oxadiazolyl , 1,3, 4-oxadiazolyl , 

1,2, 3- thiadiazolyl , 1,2, 4- thiadiazolyl , 
1,2, 5-thiadiazolyl , 1,3, 4- thiadiazolyl , 
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1.2. 3- triazolyl , 1,2, 4-triazolyl , 1,2, 5-triazolyl , 

1.3. 4- triazolyl , benzofuranyl , benzothiof uranyl , 
indolinyl, indolyl, benzimidazolyl , benzoxazolyl , 
benzthiazolyl , indazolyl , benzisoxazolyl , 

5 benzisothiazolyl , and isoindazolyl ; 

X is selected from - (CR 2 R 2a ) x _ 2 - , -C(O)-, -S(0) 2 -, 

-NR 2 S (O) 2 -, -NR 2 S (0) 2 NR 2 -, -NR 2 C (O) -, -C (O)NR 2 -, NR 2 , 
-NR 2 CR 2 R 2a -, -CR 2 R 2a NR 2 -, O, -OCR 2 R 2a - , and -CR 2 R 2a O-; 

Y is a C3-6 monocyclic carbocycle or 5-6 membered monocyclic 
heterocycle, wherein the carobocycle or heterocycle 
consists of carbon atoms and 0-2 heteroatoms selected 
from N, O, and S(0)p, the carbocycle or heterocycle 
further comprises 0-1 double bonds and 0-1 carbonyl 
groups, and the carbocycle or heterocycle is 
substituted with 0-2 R 4 ; 

alternatively, Y is CY 1 Y 2 , and Y 1 and Y 2 are independently 
20 C X - 2 alkyl substituted with 0-1 R 4 ; 

R la , at each occurrence, is selected from H, R lb , 

CH(CH 3 )R lb , C(CH 3 ) 2 R lb , CH 2 R lb , and CH 2 CH 2 R lb , provided 

that R la forms other than an N-halo, N-S, or N-CN bond; 

25 

alternatively, when two R la groups are attached to adjacent 
atoms or to the same carbon atom, together with the 
atoms to which they are attached, they form a 5-6 
membered ring consisting of: carbon atoms and 0-2 
3 0 heteroatoms selected from the group consisting of N, 

O, and S(0) p , this ring being substituted with 0-2 R 4b 
and comprising: 0-3 double bonds; 
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R lb is selected from H, CH 3 , CH 2 CH 3 , F, CI, Br, -CN, -CHO, 
CF 3/ OR 2 , NR 2 R 2a , C(0)R 2b , C0 2 R 2b , OC(0)R 2 / C0 2 R 2a , 
S(0) p R 2 , NR 2 ( CH 2 ) r OR 2 , NR 2 C(0)R 2b , C(0)NR 2 R 2a , S0 2 NR 2 R 2a , 
NR 2 S0 2 R 2 , C3-6 carbocycle substituted with 0-2 R 4b , and 
5 5-6 membered aromatic heterocycle consisting of carbon 

atoms and from 1-4 heteroatoms selected from the group 
consisting of N, O, and S(0) p and substituted with 0-2 

R 4b , provided that R lb forms other than an 0-0, N-halo, 
N-S, or N-CN bond; 

10 

R 2 , at each occurrence, is selected from H, CF3 , CH 3 , 

CH 2 CH 3/ CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , phenyl substituted with 
0-2 R 4b , benzyl substituted with 0-2 R 4b , and 5-6 
membered aromatic heterocycle substituted with 0-2 R 4b 
15 and consisting of: carbon atoms and 1-4 heteroatoms 

selected from the group consisting of N, O, and S(0) p ; 

R 2a , at each occurrence, is selected from H, CF 3 , CH 3 , 

CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , benzyl, C3-6 carbocycle 
20 substituted with 0-2 R 4b , and 5-6 membered aromatic 

heterocycle substituted with 0-2 R 4b and consisting of: 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, O, and S(0) p ; 



25 R 2b , at each occurrence, is selected from CF 3 , C1-4 alkoxy, 
C1-5 alkyl substituted with 0-3 R 4b , benzyl, C3-6 
carbocycle substituted with 0-2 R 4b , and 4-6 membered 
substituted with 0-2 R 4b and consisting of: carbon 
atoms and 1-4 heteroatoms selected from the group 

30 consisting of N, O, and S(0) p ; 

R 2c , at each occurrence, is selected from CF 3 , OH, OCH 3 , 

OCH 2 CH 3 , OCH 2 CH 2 CH 3 , OCH(CH 3 ) 2 , CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , 
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CH(CH 3 ) 2 , benzyl, phenyl substituted with 0-2 R 4b , and 
5-6 membered aromatic heterocycle substituted with 0-2 
R 4b and consisting of carbon atoms and from 1-4 
heteroatoms selected from the group consisting of N, 
5 0, and S(0) p ; 

alternatively, R 2 and R 2a , together with the nitrogen atom 
to which they are attached, combine to form a 3-6 
membered saturated, partially saturated or unsaturated 
10 ring substituted with 0-2 R 4b and consisting of: 0-1 

additional heteroatoms selected from the group 
consisting of N, 0, and S(0) p ; 

R 2d , at each occurrence, is selected from H, R 4c , C1-4 alkyl 
substituted with 0-2 R 4c , C3-6 carbocycle substituted 
with 0-2 R 4c , - (CR 3 R 3a ) -C3-6 carbocycle substituted with 
0-2 R 4c , 5-6 membered heterocycle substituted with 0-2 
R 4c and consisting of: carbon atoms and 1-4 
heteroatoms selected from the group consisting of N, 
0, and S(0) p , and - (CR 3 R 3a ) -5-6 membered heterocycle 

substituted with 0-2 R 4c and consisting of: carbon 
atoms and 1-4 heteroatoms selected from the group 
consisting of N, O, and S(0) p , provided that R 2d forms 
other than a N-halo, N-C-halo, S(0) p -halo, O-halo, N- 
S, S-N, S(0) p -S(0) p , S-O, O-N, O-S, or 0-0 moiety; 

R 2e , at each occurrence, is selected from H, R 4c , C1-4 alkyl 
substituted with 0-2 R 4c , C3-6 carbocycle substituted 
with 0-2 R 4c , - (CR 3 R 3a ) -C3-6 carbocycle substituted with 
30 0-2 R 4c , 5-6 membered heterocycle substituted with 0-2 

R 4c consisting of: carbon atoms and 1-4 heteroatoms 
selected from the group consisting of N, O, and S(0) p , 

and - (CR 3 R 3a ) -5-6 membered heterocycle substituted with 

0-2 R 4c and consisting of: carbon atoms and 1-4 
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heteroatoms selected from the group consisting of N, 
O, and S(0) p , provided that R 2e forms other than a 
C(0)-halo or C(0)-S(0) p moiety; 

5 R 4 , at each occurrence, is selected from H, (CH 2 ) 2 OR 2 , 
CH 2 OR 2 , OR 2 , F, CI, Br, I, CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , 
CH (CH 3 ) 2 , CH 2 CH 2 CH 2 CH 3 , CH 2 CH (CH 3 ) 2 , CH (CH 3 ) CH 2 CH 3 , 
C(CH 3 ) 3 , -CN, N0 2 , NR 2 R 2a , CH 2 NR 2 R 2a , (CH 2 ) 2 NR 2 R 2a , 
C(0)R 2c , NR 2 C(0)R 2b , C(0)NR 2 R 2a , S0 2 NR 2 R 2a , CF 3 , and 

0 CF 2 CF 3 ; 



R 4a is selected from - (CR 3 R 3 9) r -5-6 membered carbocycle 
substituted with 0-3 R 4c , - (CR 3 R 3 9) r -5-6 membered 

heterocycle substituted with 0-3 R 4c and consisting of 
5 carbon atoms and 1-4 heteroatoms selected from the 

group consisting of N, O, and S(0) p , (CR 3 R 3 ^) r NR 2d R 2d , 
( CR 3 R 3 ST ) r N ( ->0 ) R 2 d R 2 d , ( CR 3 R 3 ST ) r OR 2 d , 
(CR 3 R 3 ^) r -NR 2d C (O) R 2e , (CR 3 R 3 S) r -C (O) R 2e , 
(CR 3 R 3 ^) r -OC (O) R 2e , (CR 3 R 3 ^) r -C (O) NR 2d R 2d , 
0 (CR 3 R 3 S) r -C (O) OR 2d , (CR 3 R 3 S) r -NR 2d C (O) NR 2d R 2d , 

(CR 3 R 3 ^) r -NR 2d C (O) OR 2d , (CR 3 R 3 ^) r -S0 2 NR 2d R 2d , 
(CR 3 R 3 S) r -NR 2d S0 2 R 2d , and (CR 3 R 3 ^) r -S (O) p R 2d , provided 
that S(0) p R 2d forms other than S(0) 2 H or S(0)H; 



5 R 4b , at each occurrence, is selected from H, =0, OR 3 , 

CH 2 OR 3 , F, CI, CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , -CN, 
N0 2 , NR 3 R 3a , CH 2 NR 3 R 3a , C(0)R 3 , CH 2 -C(0)R 3 , C(0)OR 3c , 
CH 2 -C(0)OR 3c , NR 3 C(0)R 3a , CH 2 NR 3 C (O) R 3a , C(0)NR 3 R 3a , CH 2 
C(0)NR 3 R 3a , S0 2 NR 3 R 3a , CH 2 S0 2 NR 3 R 3a , NR 3 S0 2 -Ci_ 4 alkyl , 

0 CH 2 NR 3 S0 2 -Ci- 4 alkyl, NR 3 S0 2 -phenyl , CH 2 NR 3 S0 2 -phenyl , 

S(0) P CF 3 , CH 2 S(0) P CF 3/ S(0)p-Ci- 4 alkyl, CH 2 S (O) p -Ci- 4 
alkyl, S (O)p-phenyl, CH 2 S (O) p -phenyl , and CF 3 ; 
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R 4c , at each occurrence, is selected from =0, OR 2 , 
(CR 3 R 3a )OR 2 , F, (CR 3 R 3a )F, Br, (CR 3 R 3a ) Br , CI, 
(CR 3 R 3a )Cl, CF 3 , (CR 3 R 3a )CF 3 , C1-4 alkyl , C 2 _ 3 alkenyl , 

5 C 2 - 3 alkynyl, -CN, (CR 3 R 3a )CN, N0 2 , (CR 3 R 3a )N0 2 , NR 2 R 2a , 

( CR 3 R 3a ) NR 2 R 2a , N ( -H>0 ) R 2 R 2a , ( CR 3 R 3a ) N ( ->0 ) R 2 R 2a , C ( O) R 2c , 
(CR 3 R 3a ) C (O) R 2c , NR 2 C (O) R 2b , (CR 3 R 3a ) NR 2 C (O) R 2b , 
C ( O ) NR 2 R 2a , ( CR 3 R 3a ) C ( O ) NR 2 R 2a , NR 2 C ( O ) NR 2 R 2a , 
(CR 3 R 3a ) NR 2 C (O) NR 2 R 2a , S0 2 NR 2 R 2a , (CR 3 R 3a ) S0 2 NR 2 R 2a / 
10 NR 2 S0 2 NR 2 R 2a , (CR 3 R 3a )NR 2 S0 2 NR 2 R 2a , NR 2 S0 2 R 5a , 

(CR 3 R 3a )NR 2 S0 2 R 5a , S (0) p R 5a , (CR 3 R 3a ) S (0) p R 5a , CF 3 , 
CF 2 CF 3 , C 3 _io carbocycle substituted with 0-2 R 4b , 
(CR 3 R 3a ) C3-10 carbocycle substituted with 0-2 R 4b , 5-10 
membered heterocycle substituted with 0-2 R 4b and 
15 consisting of carbon atoms and from 1-4 heteroatoms 

selected from the group consisting of N, O, and S(0) p , 
and (CR 3 R 3a )5-10 membered heterocycle substituted with 
0-2 R 4b and consisting of carbon atoms and from 1-4 
heteroatoms selected from the group consisting of N, 
20 O, and S(0) p ; 

R 5 , at each occurrence, is selected from H, =0, CH 3 , CH 2 CH 3/ 
CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , OR 3 , CH 2 OR 3 , F, Cl, -CN, N0 2 , 
NR 3 R 3a , CH 2 NR 3 R 3a , C(0)R 3 , CH 2 C(0)R 3 , C(0)OR 3c , 
25 CH 2 C(0)OR 3c , NR 3 C(0)R 3a , C(0)NR 3 R 3a , S0 2 NR 3 R 3a , 

NR 3 S0 2 -Ci- 4 alkyl, NR 3 S0 2 CF 3/ NR 3 S0 2 -phenyl , S(0) p CF 3 , 
S(0) p -Ci_4 alkyl, S ( O) p -phenyl , CF 3 , phenyl substituted 
with 0-2 R 6 , naphthyl substituted with 0-2 R 6 , and 
benzyl substituted with 0-2 R 6 ; 

30 

R 6 , at each occurrence, is selected from H, OH, OR 2 , F, Cl , 
CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , -CN, N0 2 , NR 2 R 2a , 

157 



WO 03/099276 PCT/US03/13893 

CH 2 NR 2 R 2a , C(0)R 2b , CH 2 C(0)R 2b , NR 2 C(0)R 2b , S0 2 NR 2 R 2a , 
and NR 2 S02Ci-4 alkyl; and, 



r, at each occurrence, is selected from 0, 1, and 2. 

[11] In another preferred embodiment, the present invention 
provides a novel compound, wherein the compound is selected 
from: 



R la R la R la R 
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5 J is selected from O, S, NH, and NR la ; 

G is selected from the group: 

2-amido-4-methoxy-phenyl ; 2 -amido-phenyl ; 
2 -aminomethyl-3 -fluoro -phenyl ; 
10 2-aminomethyl-4-f luoro-phenyl ; 
2-aminomethyl-4-methoxy-phenyl ; 
2-aminomethyl - 5 - f luoro-phenyl ; 
2 - aminome thy 1 - 5 -methoxy-phenyl ; 
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2-aminomethyl-6-f luoro-phenyl ; 2 - aminome thy 1 -phenyl ; 
2 -amino-pyr id- 4 -yl ; 2 -aminosul f ony 1 - 4 -me thoxy-phenyl ; 

2 - aminosul f ony 1 -phenyl ; 2-methylsulf onyl-phenyl ; 

3- (N, N-dimethylamino) -4-chloro-phenyl ; 
5 3- (N, N-dimethylamino) -phenyl; 

3- (N-methylamino) -4-chloro-phenyl ; 

3- (N-methylamino) -phenyl; 3 -amido-phenyl ; 

3 -amino-4-chloro-phenyl ; 3 -aminome thyl -phenyl ; 

3 - amino -phenyl ; 3-chloro-phenyl ; 3, 5-dichloro- thien-2-yl ; 
10 4- (N, N-dimethylamino) -5-chloro- thien-2 -yl ; 

4- (N-methylamino) -5-chloro- thien-2 -yl ; 

4 -amino- 5 - chl or o- thien-2 -yl ; 4-chloro-phenyl ; 

4 - me thoxy- 2-methylsulf onyl-phenyl ; 4-methoxy-phenyl ; 

5- (N, N-dimethylamino) -4-chloro- thien-2-yl ; 
15 5- (N-methylamino) -4-chloro- thien-2-yl ; 

5-amino-4-chloro- thien-2-yl ; 5-chloro-pyrid-2-yl ; 

5- chloro- thien-2-yl ; 5 -me thoxy- thien-2 -yl ; 

6- amino-5-chloro-pyrid-2-yl ; 6-amino-pyrid-2-yl ; 5 -chloro- 
pyrimidin-3 -yl ; 6-chloro-pyridazin-3 -yl ; 

20 2-aminomethyl-4-chloro~phenyl ; 

2 -aminosul f ony 1 -4-chloro-phenyl ; 2 -amido- 4-chloro -phenyl ; 
4 -chloro- 2 -me thyl sul f onyl -phenyl ; 

2-aminosulf onyl-4-f luoro-phenyl ; 2-amido-4- f luoro-phenyl ; 
4-fluoro- 2-methylsulf onyl-phenyl ; 

2 5 2-aminomethyl-4-bromo-phenyl ; 

2 - aminosul f ony 1 - 4 -bromo-pheny 1 ; 2 - amido - 4 -bromo -phenyl ; 
4 -bromo- 2 -me thyl su 1 f ony 1 -phenyl ; 
2 -aminome thyl - 4 -methyl -phenyl ; 

2-aminosulf ony 1-4 -me thyl -phenyl ; 2 -amido -4 -me thyl -phenyl ; 

3 0 2 -methyl sul f onyl- 4 -methyl -phenyl ; 4-f luoro-pyrid-2 -yl ; 

4- bromo-pyrid-2-yl ; 4-methyl-pyrid-2-yl ; 

5- f luoro- thien-2-yl ; 5 -bromo- thien-2 -yl ; 

5 -me thyl- thien-2 -yl ; 2 -amido- 4-methoxy-phenyl ; 
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G 1 is absent or is selected from CH 2 , CH 2 CH 2 , CH^CH, CH 2 0, 
OCH 2/ NH, CH 2 NH, NHCH 2 , CH 2 C{0), C(0)CH 2/ C(0)NH, 
NHC(O), NHC ( O ) NH , C(0)NHS(0) 2/ NHCOCONH , NHCOC(S)NH, 
NHC(S)CONH. CH 2 S(0) 2 , S(0) 2 (CH 2 ), S0 2 NH, and NHS0 2 , 
5 provided that G ± does not form a N-S, NCH 2 N, NCH 2 0, or 

NCH 2 S bond with either group to which it is attached; 

A is selected from cyclohexyl, indolinyl, piperidinyl, 
phenyl, pyridyl, and pyrimidyl, and is substituted 
10 with 0-2 R 4 ; 

X is selected from CH 2 , C(O), -S(0) 2 -, -NHC(O)-, -C(0)NH- # 
-CH 2 NH- , O, and -CH 2 0- ; 



15 Y is selected from C(CH 3 ) 2/ C(CH 2 CH 3 ) 2/ cyclopropyl, 

cyclobutyl , cyclopentyl , cyclopentanonyl , cyclohexyl , 
cyclohexanonyl , pyrrolidinyl , pyrrol idinonyl , 
piperidinyl, piperidinonyl , tetrahydrof uranyl , and 
tetrahydropyranyl , and, when Y is a ring, Y is 

20 substituted with 0-1 R 4 ; 

R la , at each occurrence, is selected from H, R lb , 

CH(CH 3 )R lb , C(CH 3 ) 2 R lb , and CH 2 R lb , provided that R la 
forms other than an N-halo, N-S, or N-CN bond; 

25 

R lb is selected from CH 3 , CH 2 CH 3 , F, CI, Br, -CN, CF 3 , OR 2 , 
NR 2 R 2a , C(0)R 2b , C0 2 R 2b , C0 2 R 2a , S(0) p R 2 , C(0)NR 2 R 2a , 
S0 2 NR 2 R 2a , NR 2 S0 2 R 2 , C3-6 carbocycle substituted with 
0-2 R 4b , and 5-6 membered aromatic heterocycle 
3 0 consisting of carbon atoms and from 1-4 heteroatoms 

selected from the group consisting of N, O, and S(0) p 

and substituted with 0-2 R 4b , provided that R lb forms 
other than an 0-0, N-halo, N-S, or N-CN bond; 
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R 2 , at each occurrence, is selected from H, CH 3 , CH 2 CH 3 , 

CH 2 CH 2 CH 3/ CH(CH 3 ) 2 , phenyl substituted with 0-1 R 4b , 
benzyl substituted with 0-1 R 4b , and 5-6 membered 
aromatic heterocycle substituted with 0-1 R 4b and 
5 consisting of: carbon atoms and 1-4 heteroatoms 

selected from the group consisting of N, O, and S(0) p ; 

R 2a , at each occurrence, is selected from H, CH 3 , CH 2 CH 3 , 
CH 2 CH 2 CH 3 , CH ( CH 3 ) 2 , eye lopr opy 1 , benzyl , phenyl 
10 substituted with 0-1 R 4b , and 5-6 membered aromatic 

heterocycle substituted with 0-1 R 4b and consisting of: 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, O, and S(0) p ; 



15 alternatively, R 2 and R 2a , together with the nitrogen atom 
to which they are attached, combine to form a 3-6 
membered saturated, partially saturated or unsaturated 
ring substituted with 0-1 R 4b and consisting of: 0-1 
additional heteroatoms selected from the group 

20 consisting of N, O, and S(0) p ; 



R 2b , at each occurrence, is selected from OH, OCH 3 , OCH 2 CH 3 , 
OCH 2 CH 2 CH 3 , OCH(CH 3 ) 2 , C1-5 alkyl substituted with 0-3 
R 4b , benzyl, C 3 _6 carbocycle substituted with 0-2 R 4b , 
25 and 4-6 membered aromatic heterocycle substituted with 

0-1 R 4b and consisting of: carbon atoms and 1-4 
heteroatoms selected from the group consisting of N, 
O, and S(0) p ; 

3 0 R 2c , at each occurrence, is selected from OH, OCH 3 , OCH 2 CH 3 , 
OCH 2 CH 2 CH 3 , OCH(CH 3 ) 2 , CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , 
benzyl, phenyl substituted with 0-1 R 4b , and 5-6 
membered aromatic heterocycle substituted with 0-1 R 4b 

and consisting of carbon atoms and from 1-4 
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heteroatoms selected from the group consisting of N, 
O, and S(0) p ; 



R 2d , at each occurrence, is selected from H, R 4c , C1-4 alkyl 
5 substituted with 0-2 R 4c , C3-6 carbocycle substituted 

with 0-2 R 4c , -(CH 2 )-C3- 6 carbocycle substituted with 
0-2 R 4c , 5-6 membered heterocycle substituted with 0-2 
R 4c and consisting of: carbon atoms and 1-4 
heteroatoms selected from the group consisting of N, 
10 O, and S(0) p/ and -(CH 2 )-5-6 membered heterocycle 

substituted with 0-2 R 4c and consisting of: carbon 
atoms and 1-4 heteroatoms selected from the group 
consisting of N, O, and S(0) p/ provided that R 2d forms 
other than a N-halo, N-C-halo, S(0) p -halo, O-halo, N- 
15 S, S-N, S(0) p -S<0) p , S-0, O-N, O-S, or O-O moiety; 



R 2e , at each occurrence, is selected from H, R 4c , C1-4 alkyl 
substituted with 0-2 R 4c , C3_6 carbocycle substituted 
with 0-2 R 4c , -(CH 2 )-C3_6 carbocycle substituted with 
2 0 0-2 R 4c , 5-6 membered heterocycle substituted with 0-2 

R 4c and consisting of: carbon atoms and 1-4 
heteroatoms selected from the group consisting of N, 
O, and S(0) p , and -(CH 2 )-5-6 membered heterocycle 

substituted with 0-2 R 4c and consisting of: carbon 
25 atoms and 1-4 heteroatoms selected from the group 

consisting of N, O, and S(0) p/ provided that R 2e forms 
other than a C(0)-halo or C(0)-S(0) p moiety; 



R 4 , at each occurrence, is selected from OH, OR 2 , CH 2 OR 2 , 
3 0 (CH 2 ) 2 OR 2 , F, Br, CI, I, CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , 

CH ( CH 3 ) 2 , CH 2 CH 2 CH 2 CH 3 , CH 2 CH ( CH 3 ) 2 , CH ( CH 3 ) CH 2 CH 3 , 
C(CH 3 ) 3 , NR 2 R 2a , CH 2 NR 2 R 2a , (CH 2 ) 2 NR 2 R 2a , CF3 , and 
CF 2 CF 3 ; 
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R 4a is selected from - (CR 3 R 3 9) r -5-6 membered carbocycle 
substituted with 0-3 R 4c , - (CR 3 R 3 9) r -5-6 membered 

heterocycle substituted with 0-3 R 4c and consisting of: 
5 carbon atoms and 1-4 heteroatoms selected from the 

group consisting of N, O, and S(0) p/ (CR 3 R 3 S) r NR 2d R 2d , 

(CR 3 R 3 9) r N (-»0) R 2d R 2d , (CR 3 R 3 ^) r OR 2d , 
(CR 3 R 3 <?) r -C (O) NR 2d R 2d , (CR 3 R 3 9) r -NR 2d C (O) R 2e , 
(CR 3 R 3 S) r -C (O) R 2e , (CR 3 R 3 3) r -NR 2d C (O) NR 2d R 2d , 
10 (CR 3 R 3 9) r -NR 2d C (0)OR 2d , (CR 3 R 3 9) r -NR 2d S0 2 R 2d , and 

(CR 3 R 3 ^) r -S (0) p R 2d / provided that S(0) p R 2d forms other 
than S(Q) 2 H or S(0)H; 



R 4b # at each occurrence, is selected from H, =0, OR 3 , 
15 CH2OR 3 , F # CI, CH 3 , CH 2 CH 3/ CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , -CN, 

N0 2 , NR 3 R 3a , CH 2 NR 3 R 3a , C(0)R 3 , C(0)OR 3c , NR 3 C(0)R 3a , 
C(0)NR 3 R 3a , S0 2 NR 3 R 3a , NR 3 S0 2 -Ci_ 4 alkyl, NR 3 S0 2 -phenyl , 
S(0) p -Ci_4 alkyl, S (O) p -phenyl , and CF3 ; 



2 0 R 4c , at each occurrence, is selected from =0, OR 2 , CH 2 OR 2 , 

F, Br, CI, CF 3 , CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , C 2 _ 3 
alkenyl, C 2 - 3 alkynyl, -CN, N0 2 , NR 2 R 2a , CH 2 NR 2 R 2a , 
N(-X))R 2 R 2a , CH 2 N(->0)R 2 R 2a , C(0)R 2c , CH 2 C(0)R 2c , 
NR 2 C (O) R 2b , CH 2 NR 2 C (O) R 2b , C (0)NR 2 R 2a , CH 2 C (0)NR 2 R 2a , 
25 S0 2 NR 2 R 2a , CH 2 S0 2 NR 2 R 2a , NR 2 S0 2 R 5a , CH 2 NR 2 S0 2 R 5a , 

S(0) p R 5a , CH 2 S(0) p R 5a , CF 3/ CF 2 CF 3 , C 3 _ 6 carbocycle 
substituted with 0-2 R 4b , (CH 2 )C 3 - 6 carbocycle 
substituted with 0-2 R 4b , 5-6 membered heterocycle 
substituted with 0-2 R 4b and consisting of carbon atoms 

3 0 and from 1-4 heteroatoms selected from the group 

consisting of N, O, and S(0) p , and (CH 2 )5-6 membered 

heterocycle substituted with 0-2 R 4b and consisting of 
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10 



15 



carbon atoms and from 1-4 heteroatoms selected from 
the group consisting of N, O, and S(0) p ; 

R 5 , at each occurrence, is selected from H, =0, CH 3 , CH 2 CH 3 , 
CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , OR 3 , CH 2 OR 3 , F, CI, -CN, N0 2 , 
NR 3 R 3a , CH 2 NR 3 R 3a , C(0)R 3 , C(0)OR 3c , NR 3 C(0)R 3a , 
C(0)NR 3 R 3a , S0 2 NR 3 R 3a , NR 3 S0 2 -Ci_ 4 alkyl, NR 3 S0 2 -phenyl , 
S(0) p -Ci_4 alkyl, S (O) p -phenyl , CF 3 , phenyl substituted 
with 0-2 R 6 , naphthyl substituted with 0-2 R 6 , and 
benzyl substituted with 0-2 R 6 ; and, 

R 6 , at each occurrence, is selected from H, OH, OR 2 , F, CI, 
CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , -CN, N0 2 , NR 2 R 2a , 
CH 2 NR 2 R 2a , C(0)R 2b , CH 2 C(0)R 2b , NR 2 C(0)R 2b , and 
S0 2 NR 2 R 2a . 

[12] In another preferred embodiment, the present invention 
provides a novel compound, wherein the compound is selected 
from: 



R 



la 



R 



la 





174 



WO 03/099276 



PCT/US03/13893 




175 



WO 03/099276 



PCT/US03/13893 




WO 03/099276 



PCT/US03/13893 



G is selected from: 

2-amido-4-methoxy-phenyl ; 2 -ami do -phenyl ; 
2 -aminome thyl-3-f luoro-phenyl ; 
5 2 -aminome thyl-4-f luoro-phenyl ; 
2 -aminomethyl-5-f luoro-phenyl ; 

2 -aminome thy 1 - 6 - f luoro-phenyl ; 2 - aminome thy 1 -phenyl ; 
2 -amino-pyr id- 4 -y 1 ; 2 -aminosul f ony 1 - 4 -me thoxy-phenyl ; 

2 - aminosulf onyl -phenyl ; 3 -amido -phenyl ; 

10 3-amino-4-chloro-phenyl ; 3 -aminome thy 1 -phenyl ; 

3- chloro-phenyl ; 4-chloro-phenyl ; 4 -me thoxy-phenyl ; 

5- chloro-pyrid-2-yl ; 5-chloro-thien-2-yl ; 

6- amino-5-chloro-pyrid-2-yl ; 6-amino-pyrid-2 -yl ; 5-chloro- 
pyrimidin-3 -yl ; 6-chloro-pyridazin-3-yl ; 

15 2-aminomethyl-4-chloro-phenyl ; 

2-aminosulf onyl-4-chloro-phenyl ; 2-amido-4-chloro-phenyl ; 

4- chloro-2 -me thy lsulf onyl -phenyl ; 



20 
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G x is absent or is selected from CH=CH, CH2NH, NHCH2 , 

CH 2 C(0), C(0)CH 2 , C(0)NH, NHC (O) , NHC(0)NH, CH 2 S(0) 2 , 
5 S(0) 2 (CH 2 ), S0 2 NH, and NHS0 2 , provided that G 1 does not 

form a N-S, NCH 2 N, NCH 2 0, or NCH 2 S bond with either 
group to which it is attached; 

A is selected from the group: cyclohexyl, indolinyl, 
10 piper idinyl, phenyl, 2-pyridyl, 3-pyridyl, 2- 

pyrimidyl, 2-Cl-phenyl, 3-Cl-phenyl, 2-F-phenyl, 3-F- 
phenyl , 2 -me thylphenyl , 2 -aminophenyl , and 2 - 
methoxyphenyl ; 

15 Y is selected from C(CH 3 ) 2/ C(CH 2 CH 3 ) 2/ cyclopropyl, 
cyclobutyl , cyclopentyl , 2 - eye lopentanony 1 , 
cyclohexyl, 2 - eye 1 ohexanony 1 , pyrrolidinyl (attached 
to A and R 4a at the 2-position) , pyrrolidinyl (attached 
to A and R 4a at the 3 -position) , 2 -pyrrol idinonyl 

20 (attached to A and R 4a at the 3-position) , piperidinyl 

(attached to A and R 4a at the 4-position) , 4- 
piperdinonyl (attached to A and R 4a at the 3-position) , 
tetrahydrof uranyl , and tetrahydropyranyl (attached to 
A and R 4a at the 4-position) ; 

25 

R la , at each occurrence, is selected from H, CH 3 , CH 2 CH 3 , 
CH 2 CH 2 CH 3 , CH 2 F, CH 2 C1, Br, CH 2 Br, -CN, CH 2 CN, CF 3 , 
CH 2 CF 3/ OCH 3 , CH 2 OH, C(CH 3 ) 2 OH, CH 2 OCH 3 , CH 2 CH 2 OCH 3 , 
NH 2 , CH 2 NH 2/ NHCH 3 , CH 2 NHCH 3 , N(CH 3 ) 2 , CH 2 N(CH 3 ) 2 , C0 2 H, 

179 



WO 03/099276 



PCT/US03/13893 



CH 2 C0 2 H, CH2CH2CO2H, COCH 3/ C0 2 CH 3 , CH 2 C0 2 CH 3 , SCH 3 , 
CH 2 SCH 3/ S(0)CH 3/ CH 2 S(0)CH 3 , S(0) 2 CH 3 , CH 2 S(0) 2 CH 3/ 
C(0)NH 2/ CH 2 C(0)NH 2/ S0 2 NH 2 , CH 2 S0 2 NH 2/ NHS0 2 CH 3 , 
CH 2 NHS0 2 CH 3 , COCH 2 C ( CH 3 ) 3 , COCH 2 OH , COCH 2 OCH 3 , 
5 COC ( CH 3 ) 2 OH , COC ( CH 3 ) 2 CH 2 OH , COC ( CH 3 ) 2 CH 2 OCH 3 , 

C ( O ) OCH 2 CH 2 OCH 3 , COCF 3 , C0 2 CH 2 CH 3 , C0 2 CH ( CH 3 ) 2 , 
C0 2 C(CH 3 ) 3 , CH2CH 2 C02CH 2 CH 3 , CONH(CH 3 ) , CONH{CH 2 CH 3 ) , 
CONHC(CH 3 ) 3 , CON(CH 3 ) 2/ CON(CH 3 ) (CH 2 CH 3 ), 
CON(CH 3 )CH(CH 3 ) 2 , CH 2 CON(CH 3 ) 2 , C(O) -phenyl, C(0)~ 
10 cyclopropyl, C (O) -cyclobutyl , C (O) -cyclopentyl , 

pyridin-2-yl , pyridin-3-yl , pyridin-4-yl , pyridin-2- 
yl-N-oxide , pyridin-3 -yl-N-oxide , pyridin-4-yl-N- 
oxide, imidazol-l-yl , CH 2 -imidazol-l-yl , 4 -me thy 1- 

oxazol-2-yl , 4-N, N-dimethylaminomethyl-oxazol-2-yl , 
15 1,2,3, 4-tetrazol-l-yl, 1,2,3, 4- tetrazol-5-yl , CH 2 - 

1,2,3, 4-tetrazol-l-yl, and CH 2 -1, 2,3, 4- tetrazol-5-yl , 

provided that R la forms other than an N-halo, N-S, or 
N-CN bond; 

20 alternatively, R la is selected from: 




R 2 , at each occurrence, is selected from H, CH 3 , CH 2 CH 3 , 

CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , phenyl substituted with 0-1 R 4b , 

25 benzyl substituted with 0-1 R 4b , and 5 membered 

aromatic heterocycle substituted with 0-1 R 4b and 
consisting of: carbon atoms and 1-4 heteroatoms 
selected from the group consisting of N, O, and S(0) p ; 
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R 2a , at each occurrence, is selected from H, CH 3/ and 
CH 2 CH 3 ; 

5 alternatively, R 2 and R 2a , together with the nitrogen atom 
to which they are attached, combine to form a 3-6 
membered saturated, partially saturated or unsaturated 
ring substituted with 0-1 R 4b and consisting of: 0-1 
additional heteroatoms selected from the group 
10 consisting of N, O, and S(0) p ; 

R 2b , at each occurrence, is selected from OH, OCH 3 , OCH 2 CH 3 , 
CH 3 , and CH 2 CH 3 ; 

15 R 2c , at each occurrence, is selected from OH, OCH 3 , OCH 2 CH 3 , 
CH 3 , and CH 2 CH 3 ; 



R 2d , at each occurrence, is selected from H, R 4c , C1-4 alkyl 
substituted with 0-2 R 4c , C 3 _6 cycloalkyl substituted 
20 with 0-2 R 4c , phenyl substituted with 0-2 R 4c , and 5-6 

membered aromatic heterocycle substituted with 0-2 R 4c 
consisting of: carbon atoms and 1-4 heteroatoms 
selected from the group consisting of N, O, and S(0) p , 

provided that R 2d forms other than a N-halo, N-C-halo, 
25 S(0) p -halo, O-halo, N-S, S-N, S(0) p -S(0) p , S-O, O-N, O- 

S, or O-O moiety; 

R 2e , at each occurrence, is selected from H, R 4c , C1-4 alkyl 
substituted with 0-2 R 4c , C3-6 cycloalkyl substituted 
3 0 with 0-2 R 4c , phenyl substituted with 0-2 R 4c , and 5-6 

membered aromatic heterocycle substituted with 0-2 R 4c 
and consisting of: carbon atoms and 1-4 heteroatoms 
selected from the group consisting of N, O, and S(0) p , 
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provided that R 2e forms other than a C(0)-halo or C(O). - 
S (O) p moiety; 

R 4a is selected from -(CH 2 ) r -5-6 membered carbocycle 

5 substituted with 0-3 R 4c , -(CH 2 ) r -5-6 membered 

heterocycle substituted with 0-3 R 4c and consisting of: 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, O, and S(0) p , (CH 2 ) r NR 2d R 2d , 

( CH 2 ) r N ( -»0 ) R 2 d R 2 d , ( CH 2 ) r OR 2 d , (CH 2 ) r -C{0) NR 2 d R 2 d , 
1 0 ( CH 2 ) r -NR 2d C { 0 ) R 2e , ( CH 2 ) r -C ( 0 ) R 2e , 

(CH 2 ) r -NR 2d C (O) NR 2d R 2d , (CH 2 ) r -NR 2d C (O) 0R 2d , 
(CH 2 ) r -NR 2d S0 2 R 2d , and (CH 2 ) r -S (O) p R 2d , provided that 
S(0) p R 2d forms other than S(Q) 2 H or S(0)H; 



15 R 4b , at each occurrence, is selected from H, =0, OR 3 , 

CH 2 OR 3 , F, CI, CH 3 , CH 2 CH 3 , NR 3 R 3a , CH 2 NR 3 R 3a , C(0)R 3 , 
C(0)OR 3c , NR 3 C(0)R 3a / C(0)NR 3 R 3a , S0 2 NR 3 R 3a , 
NR 3 S0 2 -phenyl, S(0) 2 CH 3 , S (O) 2 -phenyl , and CF 3 ; 



20 R 4c , at each occurrence, is selected from =0, OH, OCH 3 , 

OCH 2 CH 3 , OCH 2 CH 2 CH 3 , OCH ( CH 3 ) 2 , CH 3 , CH 2 CH 3 , CH 2 CH 2 CH 3 , 
CH(CH 3 ) 2 , C 2 _ 3 alkenyl, C 2 _ 3 alkynyl, CH 2 OH, CH 2 OCH 3 , 
CH 2 OCH 2 CH 3 , CH 2 OCH 2 CH 2 CH 3 , CH 2 OCH ( CH 3 ) 2 , F, Br, CI, CF 3 , 
NR 2 R 2a , CH 2 NR 2 R 2a , N(-*0)R 2 R 2a , CH 2 N (— MD) R 2 R 2a , C(0)R 2c , 

2 5 CH 2 C ( 0 ) R 2c , NR 2 C ( O ) R 2b , CH 2 NR 2 C ( 0 ) R 2b , C ( O ) NR 2 R 2a , 

CH 2 C(0)NR 2 R 2a , S0 2 NR 2 R 2a , CH 2 S0 2 NR 2 R 2a , NR 2 S0 2 R 5a , 
CH 2 NR 2 S0 2 R 5a , S(0) p R 5a , CHsSCOJpR 53 , CF 3 , cyclopropyl 
substituted with 0-1 R 4b , cyclobutyl substituted with 
0-1 R 4b , cyclopentyl substituted with 0-1 R 4b , phenyl 

30 substituted with 0-1 R 4b , -CH 2 - cyclopropyl substituted 

with 0-1 R 4b , -CH 2 -cyclobutyl substituted with 0-1 R 4b , 
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-CH 2 -cyclopentyl substituted with 0-1 R 4b , benzyl 
substituted with 0-2 R 4b , 5-6 membered aromatic 
heterocycle substituted with 0-2 R 4b and consisting of 
carbon atoms and from 1-4 heteroatoms selected from 
5 the group consisting of N, O, and S(0) p/ and (CH 2 )5-6 

membered aromatic heterocycle substituted with 0-2 R 4b 
and consisting of carbon atoms and from 1-4 
heteroatoms selected from the group consisting of N, 
O , and S ( O ) p ; 

10 

R 5 , at each occurrence, is selected from H, =0, CH 3 , CH 2 CH 3 , 
OR 3 , CH 2 OR 3 , F, CI, NR 3 R 3a , CH 2 NR 3 R 3a , C(0)R 3 , C(0)OR 3c , 
NR 3 C(0)R 3a , C(0)NR 3 R 3a , S0 2 NR 3 R 3a , NR 3 S0 2 -Ci_ 4 alkyl, 
NR 3 S0 2 -phenyl, S(0) 2 -CH 3 , S (O) 2 -phenyl , CF 3 , phenyl 

15 substituted with 0-2 R 6 , naphthyl substituted with 0-2 

R 6 , and benzyl substituted with 0-2 R 6 ; and, 

R 6 , at each occurrence, is selected from H, OH, OR 2 , F, CI, 
CH 3 , CH 2 CH 3 , NR 2 R 2a , CH 2 NR 2 R 2a , C(0)R 2b , CH 2 C(0)R 2b , 
2 0 NR 2 C(0)R 2b , and S0 2 NR 2 R 2a . 



[13] In another preferred embodiment, the present invention 
provides a novel compound, wherein the compound is selected 
2 5 from: 



183 



WO 03/099276 



PCT/US03/13893 




184 



WO 03/099276 



PCT/US03/13893 




185 



WO 03/099276 



PCT/US03/13893 




A-B is selected from: 



F 




5 

R 2d , at each occurrence, is selected from H, C1-4 alkyl 

substituted with 0-1 R 4c , C3-6 cycloalkyl substituted 
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with 0-2 R 4c , phenyl substituted with 0-2 R 4c , and a 
5-6 membered aromatic heterocycle consisting of: 
carbon atoms and 1-4 heteroatoms selected from the 
group consisting of N, O, and S(0) p/ provided that R 2d 
5 forms other than a N-halo, N-C-halo # S (Op-halo, O- 

halo, N-S, S-N, S(0) p -S(0) p/ S-O, O-N, O-S, or O-O 
moiety ; 



R 2e , at each occurrence, is selected from H, Ci_4 alkyl 
10 substituted with 0-1 R 4c , C3-6 cycloalkyl substituted 

with 0-2 R 4c , phenyl, substituted with 0-2 R 4c , and 5-6 
membered aromatic heterocycle consisting of: carbon 
atoms and 1-4 heteroatoms selected from the group 
consisting of N, O, and S(0) p , provided that R 2e forms 
15 other than a C(0)-halo or C(0)-S(0) p moiety; 

R 4a is selected from NR 2d R 2d , CH 2 NR 2d R 2d , CH 2 CH 2 NR 2d R 2d , 
N(->0) R 2d R 2d , CH 2 N(-X))R 2d R 2d , CH 2 OR 2d , C (0)R 2e , 
C (O) NR 2d R 2d , CH 2 C (O) NR 2d R 2d , NR 2d C (O) R 2e , CH 2 NR 2d C (0) R 2e , 

2 0 NR 2d C (O ) NR 2d R 2d , CH 2 NR 2d C (0)NR 2d R 2d , NR 2d C (O) OR 2d , 

CH 2 NR 2d C (O) OR 2d , NR 2d S0 2 R 2d , CH 2 NR 2d S0 2 R 2d , S (0) p R 2d , 
CH 2 S(0) p R 2d , 5-6 membered carbocycle substituted with 
0-2 R 4c , -(CH 2 )-5-6 membered carbocycle substituted 
with 0-2 R 4c , -(CH 2 ) 2 -5-6 membered carbocycle 
25 substituted with 0-2 R 4c , 5-6 membered heterocycle 

substituted with 0-2 R 4c and consisting of: carbon 
atoms and 1-4 heteroatoms selected from the group 
consisting of N, O, and S(0) p , -(CH 2 )-5-6 membered 

heterocycle substituted with 0-2 R 4c and consisting of: 

3 0 carbon atoms and 1-4 heteroatoms selected from the 

group consisting of N, O, and S(0) p , and -(CH 2 ) 2 -5-6 

membered heterocycle substituted with 0-2 R 4c and 
consisting of: carbon atoms and 1-4 heteroatoms 

187 



WO 03/099276 



PCT/US03/13893 



10 



selected from the group consisting of N, O, and S(0) p 
provided that S(0) p R 2d forms other than S(0) 2 H or 
S(0)H; and, 

R 4c is selected from =0, OH, OCH 3 , OCH 2 CH 3 , OCH 2 CH 2 CH 3 , 

OCH(CH 3 ) 2 , CH 3 , CH 2 CH 3/ CH 2 CH 2 CH 3 , CH(CH 3 ) 2 , CH=CH 2 , 
CH=CH, CH 2 OH, CH 2 OCH 3 , CH 2 OCH 2 CH 3 , CH 2 OCH 2 CH 2 CH 3 , 
CH 2 OCH(CH 3 ) 2 , F , Br, CI, CF 3 , NR 2 R 2a , CH 2 NR 2 R 2a , 
C(0)R 2c , CH 2 C(0)R 2c , NR 2 C(0)R 2b , CH 2 NR 2 C (O) R 2b , 
C (0)NR 2 R 2a , CH 2 C (0)NR 2 R 2a , S0 2 NR 2 R 2a , CH 2 S0 2 NR 2 R 2a , 
NR 2 S0 2 R 5a , CH 2 NR 2 S0 2 R 5a , S(0) p R 5a , and CH 2 S(0) p R 5a . 

[14] In another preferred embodiment, the present invention 
provides a novel compound, wherein the compound is selected 
from: 
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lected from a NHCH 2 , C(0)NH, NHC ( 0 ) , and NHS0 2 ; and, 
selected from: 
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